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(57) [ft¥i*^©] frcn-f&Z: (in. 
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R 1 



AteCX Sfll«:«'U R 1 , R 2 Xl5R 3 tf** 




*<D&&P PAR 6 (Dfe&itfflt ITftffitSo 



[§&*gi] (l) , 



Uti] 



Alio, S^(iNR 6 ^U w 

^ny^-C|lft$HfcS*j8 1 - 8 (DT/^;vS, 
^2-8 07;^-;^ «S2-8 07/^- 
tl&g£^bT^Tt>&v^ry— yi'T/i'^i; 

R l . R a 2WR 3 tt**JDK-?\ «**1^8©7^ 
/Nci^yf ^ttft^n^t 1 - 8 ©7;v^ 
^3-7©^p7;P^I, ^S3-70 
n r/v^r/u*T«KIStifc«*ft 1-6 (D7;^;P 
J^&2-8<DT/Hr~/W£ x mm$C2^8<DT/l' 
^r-/^> «ife»«r*bTV*-CfcftVVr y — A'T/I/^ 
S (7!) — A-lfB#£>jR5!S3ft 6 — 1 0 "C, T/i^HflS^^ 
^gcl—4) , «»aSr^rLTV^Tt>Av^|R»6^ 

»-&^**U XttR^R^tt^U R'&tfR 2 ^ 

X x 2fctfX 2 ttCK S. C (=0) NH, C (=0) , C 
(OH) 5gL<l*NR 7 , Xtttt*^«U 

B 1 ttCW 1 XtiN«r^b, 

crr% w 1 ^**^, **fti-8©7^s, 

Xtttt*#«r«b, . 

B 2 l*CW 2 3mN£ieU 

r^T, W 2 tt7k^^, «**l-8057;^t 

u 

DUO, S, NR 8 !rfU 



<^^S$r^TbTVNTl ) MV^Ty— ;i/7^^/i'S (T 

1-4) % Xtt&fr4*«r*U 
ZttOXI*S£^U 

Y 2 J*j^& 1 — 4<DTjV*r MSB^Srjg U 

R 4 &tfR 5 li*^Jj^ ^^1-807^;H, ✓> 
n ^JDK^TK*Sftfc«*» 1 - 8 07/u^v»W 
U 

^tt, Ett^/PTK^r^yWS, 2 — 8 ^TA^ * 

s^/uaj^A** *n"*>nak *^*v*s, i/7; 

f h7^;H^fto fiU R 1 , R 2 , R 3 RX$ 
t>Ofc9 x r 0>S£-g^ £ X 1 £: U ^UTW 1 , W 

[m*«5] 
Ut2] 




[»^3g6] KOHR (II), 
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z — c — CQ2H 



as, uo^-cfcRvvr »— /i^t/u^a* 

(r y -a*#<d#*« r a"*a*#©« 

R 1 , R 2 &tfR 3 tt*3fli^?-, S»Sl-8(07;v^ 
ad yylf tl^^ftitK^S 1 - 8 07yu^r^ 
S, Of* B7/I4/H, «**3-7© 

a T A-*AST®& 1-6 (DT 

®, ^^»2-8(DTyU^/^ S**2-8 07^ 
3r~Ag, ©&&£^L-0>-Ct>&^T 9— A^TA-*A 
m (7y-;WO^»6-10f, 7^^/HfB»<D 
«**1~4) , B**&#LT^Tt>a^K*»6- 
lOcory-AS, fi^^^£ LT 1 -3f@CD^§J[j§[ 

B^?«r*U XttR x 4:R a ^IS*U R\RT*R 2 aste 

X\&tfX 2 ttO, S, C (=0) NH, C (=0) , C 
(OH) fKliNR 7 , XttS£^*r*U 

atu 

u>««rXU 

ttT, R 4 ^^R 5 ^^il^> 1-8 ©7;^ 

;w£, ^ny^^-e@|ft$tt^*«l-8cOT/^ 
AS$r£c"To {&U R 1 , R 2 , tt 3 2fcl*R e <0'5*>ffl*t** 

[11*4(7] A^OXHSTfcSft*^6iaife(0-<^X 

SMI** 6 faa^-ox^ y 

R x , R a aWR 3 ««**lK^ KfR»l'-8<Z>TA'*A 



(II) 



S, y ygf-el^^fc^ 1 - 8 (07/^;u 
S, R*ft3-7(DV^D7;^S, K»»3-70 
n TA^i'S^B»£Hfc#*ft 1 - 6 ©7A*A 
S, fti»2-8<D7^=/H, £Silf»2-8<D7A 
3r~AS, B&S^L-C^Tfc&^T 9— /W7A=*A 

S(ry -/u&ftommi&t 6 - 1 0 -e, ta^a»#o 

«*«l-4) , B&X&WLT^TfcAV^*»6- 

1 0 07 y f y ^as, as* l< x±y 

[ff^lO] A^OXIiST, X\ftI*X 2 #»e^ 
t\ R 1 , R 2 RX*R 3 &*%m.*. «Sf»l -8 OTA- 

g N ad y y^-eift^ftifc^^ 1 - 6 ©7;^ 
s, mmsci — 6(Dr^^^->ms ^n^y^, tv- 

/US, =hDl, 7^1, 1^7^/1, ^A-tf*^ 
AS, *&S, 7x^i/S, -<y^vS«L<«:7x = 

«*»6-io©7!)-m, try^AS, ?^-a 

S, 7!j;HfL<tt7!)^7;^;vS (7^-;^ 
4) , Xtt«*#-C«>«»*«6tB«©-<^X>f y^* 
[»*3gl 1] 0<DWtt*^«^IB«^b 

H6WO»**fftM] 
[000 1] 

[*Wo*r*a«»HF] **Mtt^^;>y-A«l 

[0002] 

[t£3fc<£>&fl?] ^A^^ri^y — A (peroxisom 

v ?*\zn$ ? y—v&tt c*o t l/mi* constat* 

*VCV>5 0 ^U^^ri<y— Ait*>J (p e r o x i so 
me prol iferator) 11 :(D^t^*> 

fcUfctVCV^So W -/-fe-^^ (I s s e m a n ) 9 

r (d+zas** > y - a* asay * o r^tt{b $ ti z mft 

f£ (peroxi some pro 1 i feretor 
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activated receptor:PPAR) 
ktit&Ztltl,, (Nature, 347, p645-6 
5 0, 1 9 9 0) 

[0 0 0 3] PPARIi^fCPPARa, PPAR 
7WPPAR6031W • P'f^CD&tEAmmZ 
txTV^So (Proc. Natl. Acad. Sc i. 
USA, 91, p 7 3 3 5- 7 3 5 9, 1 9 9 4) 



tazone, Rosiglitazone, Piog 
1 i tazone) |j\ P P AR y <D ]) #>- h' t LTfcl 

[0004] ppARdmtfutftm&tfrzmvub 
Kb 4] 




t^$ri5GW- 2433 (Glaxo Wellco 
me) ^ 



lit 5] 




O^COzH 



T^$il5L-1 6 5 0 4 1 (Merck) Ut6] 




•C^^WYM- 1 6 6 3 8 (OJ^rtJUjli) «;&S*nfe;h, 
TV>5o GW-2 4 3 3 ttT^o— ^^{blEO^Kifcrjf 
?&&l5i<*: LTO<£^#W0 9 2/1 0 4 6 8l£|5$&£ 
*V L-1 6 5 04 1 ri«Kfftta»J^8UCMX^ LT 
O«ffldSW0 9 7/2 8 1 1 SlCjBttStt, LT YM 
-1 6 6 3 8 (^Ot>TflWO 9 9/0 4 8 1 5tejfil» = 



CQsH 



l/^70-;l/|ST^, LDL-3 i^^fn- /M£TfE 
^£^t-5i^ie«riS&£ftT^3 e MIC^ X PPA. 
R 5 coy #v Ktt»t^^JB^«:*JB|Jfc LTOlRfflftflg 

(JBC, 272 (6) , P3406-3 41 
0, 1 9 9 7 ; Ce 1 l % 99, p335-345, 1 
9 9 9) #*$ixTV*a o 



[0 0 0 5] #*Wffc^fto«eHKa; (II) *m*rz\t&%tt ut. 




it&®>A mVF2 5 8 1 5 2 3^r) , 



lit 8] 



<t&Vt>B (W09 8/282 54) , 




0 2 H 



CN 



it&VDC mM¥*S-3 1 1 0 6 5tM) , 



Htsi o] 




0 2 H 



(WO 9 7/2 7 1 9 0 fe*V*CV^5 0 
[0 0 0 6] ±Bfl?ft*A* B&tfctt^^i^h/fe'^ 

±I5A, B&tfCfctt«36JL^ffl»«:*-*-<5. ±15 
<fc**A* BRt*ClB*G>fl:£*H^ y ^»tttt3(C 



WO9 7/2 7 1 9 0CttACAT (7^iB*A- 
3 l/7f o -;V7 h 7 7 x 7 - RB^fEffl £ 
*ri-SBOSBttW:*)5AK R#ttl:PPAR6^!l^y 

[0 0 0 7] 

TIBHtt* (I) T?*S*t*flS*«K XttTIB-»* 
(II) ■OtSttS-^VX-f y**^— /MS*tt*r«# 

[0 0 0 8] 

«* ( I ) , 
[ftl 1] 
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ft ^tt^Mt 1 - 8 07^^!, &<m&2^8<DT 
frlr—Mk* ^^2-8(07^-;p1, Hftg£*r 

<te©ftS£^LTV>Tt>&V^i£&6 — 1 0©7y- 

-?\ j^^&i — scot/mm^ ^nyyif-et^^ 

1 — 6 OT/U3rA^ ^82-8^7/^ 

v>Tt>£^T y -;l/7;W^r^S (T J> ~a*#<d«*# 
6-1 Of, TyW*/HRJ»(Di«*«l-4) , 

WLtv>xt^v^^6-i ocor y — 

SSS^aiUS, #L U XliR 1 ^ 
R 2 tf%^U R^T^R^tt^LTVNSK*^^- 
^^ct-<y^y^^MLTta<, x\&tfx 2 te 

O, S, C ( = 0) NH, C ( = 0) % C (OH) 3g=L 
< fc£N R 7 S XH*£**r*U R 7 tt**JR 



JR 1 



ttT^Tt)6^M»l-8^7^l^yi§:m 
B'ttcw'xttNfcXU :^t\ w 1 m 

w 2 xteN*^u ::t\ w a tt**mc^- % ^msi- 

8<^r;^M, Xtt»fr#4:*U DteO. S, NR 
8 £3tU rrTR 8 tt7K^^, »l-8^7/^ 

u < KBiftSSr # tt v >r t> &v>r y -/wr /v* 

tf>«*»i<-4) , Xtttt-fr^Sr^U, ZttOXWtS* 
*U Y 2 ttjMMfci^- 4©7;i/#i/y«xil8*f* 
*U R'&tfR^iakSMC-?-. ^»l-8©7/^u 

S/7/S, fF7^/HWo ffiU R\ 
R 2 , R 3 &l5R 6 0 5*>flrtt^iott:tt-&#T, ROW: 

*trw l , w 2 ^R 8 (Dp^{prH^io^^-r. 
[ooo9] (in, 

Iftl2] 



B 4 
— CCfeH 



AteO, S;*teNR 6 £r3cU ::-c, R 6 te* 
ft$HfcK*»l-8 07;^S, «*»2-8 07 

< ttsas^r^r tt^T t> av^mrk 6 - 1 o <dt y - 

Xtttt£^«r*U R 1 , R 2 XtfR 3 tt**jR 
-7-, 0c 1 — 8 <OTj\s*cjV^ ^py^M^ "Cgft£ 
^R*Sl-8 07M;l/I, ^Ht»3 — 7<r»*n 
TATA'S* R#SkS-~7 <Di/# uy/l,*rsi,£-efe&£ 
nfcSf^l-607;V^S, ^5S»2 — 8©7^ 



(II) 



V^tt>J|V>7y^7;^;H (7y-;^^i§ 
6~i ot, 7^A4H»oNMRi^4) > @&£*r 
^*LTu^Tt>Av^^»6 — i ocory— yws, st7£j& 

R 2 tf»*U R^^R^e^UTV^SKaHR^t- 
O, S, C (=0) NH, C (=0) % C (OH) 
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-8 07M;H^t. {S.U R 1 , R 2 , R 3 &tfR 6 

fct). r 0>tt-&* tx*t i>m£-r ) -e^^ns^ 

*fc**Mri±E-«« (I) -C«*ix6ft***L< 
tt.bE— (ID Tt$^^^y^ti/-;v 

[0 0 10] fclc**W«r»»l£RW-*-5. -bE— 
(I) iCioV^T^ R 1 , R 2 , R 3 , R 4 , R 5 , R 6 > . 
R 7 . R 8 , W 1 RXjm z <Dmm$il~~8<DT/l'*sl'mt b 

xxi*^*is/i'm&mtf e>tt^o r 1 , r 2 , r 3 , r 4 , 
R 5 S.t/R 6 ^Nn y y]jg^-cB*£ixfc«** i ~ 8 o 

* b < tt**D5»* <d/n n y |C «t 9 B& * ttfc * 

^/V^-n ^ n n ^ ^7l"S, 2 — ? o o ^^/P 

[0 0 11] R\ R 2 ^R 3 ^^3-7©^n 
b-Ctei"* nXn fcVi^, ^ xx**is*As 
b*l5o R\ R 2 &tf 
R 3 tD^3£f£ 3 - 7 tf)^ o T/V*/U*-CB&S*lfc« 
S»l-6©7;^Sttt(j:, u^^i^y ^ 
yv-^, i^u^:^/u*^X«a«i*Mr e>H5 e R 1 , 
R 2 ., R 3 ^I/R 6 cO^»2-8COT^^^^bT 

\?-;vm. Ty/ismtmifibtiz. r 1 . r 2 , r 3 

< Rt^R 6 ^^a2 — 8 0T^=ar^^i:brt^ 

[0 0 12] R 1 , R 2 , R 3 , R 6 y RrjR 6 <Dm&m* 
ttT^Tt>I^7y-;v7;^;H (TP— a«5#g> 
«*»6-10T, T/U*^#<D«*»1~4) fcb 
tit «#»1-6W7^;H (^A-g. ^?VU 
S % /DtVH^) , K^l-6(07^drv/S 

^ &mm*) *&<Dm»&*mi,x\,^xh& 

^7y-;Vl (7xr:;VS, #B&£*Wt 

-o-xt kp^s* fens, 

R 1 , R 2 , R 3 RVR G <DW&m*&VX\,^Xh&i<^m 
&6~~1 OCOTV-^mk^Xl^ Ml-607^ 
^r^S (t^A'X* ^fM, Xnt^g) . ^n^> 
^TBIft$tb^RS» 1 ~6 <DT;v*jv& {YVyjv 
, ft**l-6(0r/W3*^» (y 



^/S) % ^A-tf^rvvug, 7KS?S, 7x^S, 

«b<Wt7a=/w^i/a«OB»»«r*bT 

^xh^y^^mxn^y^^mtmifbti. 

7i^;Vg % 3-^nn7x^I, 2, 3-v^ncr 

[0 0 13] R 1 , R 2 WR 3 OlMIfi:LTl- 

7*m*km*> ORSg^^ fe ft * 5 - 8 MattSK 
StLtfj:, t'U^S, ^~Ag. 37UA«, 

x>ja«. =*y y^a^^tf fett> :Hb«lS 
a) % Mi-6(D7/v^i/i (y h*->m, ^ h 

!J7;VtP^f/H, Xti h U 7/VtDxf;H^ot 
^g$r^TbXV^t>^:V\ 

[0 0 14] Y^BtftSSr^bTV^TtAv^^ftl 
-8^7/^uyitttH ***1^6©7^ 

t^V^f xf i/y, 7 p nt°i/y^ilff)il5o 

Y 2 (D^^l-4<DT^=3lrU^i: bTIi, 

V. =c5-Ulsfrm\?bfrZ>o E©S**2-8©7^3 

5, 6JU*7tfL&mf bfls $f*b<^5, 6(flCXfc 

So 

[0 0 15] £fc.bE-«:5£ (I) T*i*l5ft*«0 
B l ^CW l Tfc*ft*»W*U\ ^/ii±E— 
(I) T«*ix6^*©5*>, B l ^CW l t, Y 

Hm&^x&zik&mmti bv\ '*fe±E-«* 

(I) B^iCW 1 ^ Y 2 *S 

v\ 

[0 0 16] *^±e-»«; (i) T«*n*<k^»o 
i 3 ] 




[0 0 17] ^fc±E— (I) -C*$ii5^0 
*»W^±E— (II) "C^^ixS-<yX^ 
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y**:/^WStta*#*Lv\ ±E-«W; (i i) v 

y^t/-;URiS«:TR 1 f R 2 , 
R 3 , R 4 , R 5 , R 6 &t*R 7 0«*»l-8^r^*/U 
«;R\ R 2 , R 3 , R 4 , R s SI/RVo^^t 

1-^-8 or yu^S ; R 1 , R 2 /£l/R 
3 ^iS3-7<D>'^n7/^S; R\ R 2 /£tfR 3 
0^^» 3— 7 <Dis? u r^^uSTH^**xfejK*» 
1^6 07M/H;R X , R 2 , R 3 2fctfR 6 0>£gftft2 
-807^^I;R\ R 2 , R 3 &U*R 6 <^*S 2 
-SOT/V^yuSiR 1 , R 2 , R 3 &tfR 6 (£>iE&g£ 

mm$t 6 - 1 o r% T/\s*/un&<D8tm& i - 4 ) ; r 

a . R 2 » R 3 fi:U J R 6 0®^$^^■bTV^T 1 bav^^^ 
6-10O7y^S;R l , R 8 &^R s OHB»dUK-7- 

» 1-** 8 <OTA>* is (i) -exsjt* 
[0018] (II) T*StuS-<>X 

(II) T*Sixft*<>'X-f y*l*-y— 

A^OXttS-C, x^x^iB^frfcs^yx 
-f y**y— /H»»*«s»*LV\ afc-hlB-««; (I 
I) "C»Stl5^yX>f y *t)/-;l«»fro J A 
tfOXWtS-C, X l XM^»*«, R l , R 2 &tfR 
3 a s *XIS«\ RS»l-8 07;w^S, ^d^j 
^fi»$Mft*»l - 8(D7/V^S, i^X£fc3<- 
7 0^o7M;H, ^3-7©^n7M;V 



*«r*LTv^rtfiv^r y— ^urymr/us (ry-y>$u 

»^*»6-10T, r/^/UflS5>^^R l ^ 
4) , B»»«r*LTt^Ttav^3Rft6 — 1 0«)r y 

Sfc-hlB-flBS (ii) ti^iia^yx^y^ty- 
/^»»*o5*>, A^OXIiST, X'&t/X'dS&frfs 
T% R\ R 2 RXfR 3 &*mM*. R#»l-807/U 
8L< litftli^ IT«**1-6 07;^;U 

y y^tlft^Mg^a i - 6 (^7;^^ 
A'g, Tk&g. -<yi//WSf L<li7xx 

7!)^if l<H7 y — ^r^/us (ry— /hb 

[0 0 19] ±!B-tt5t (I) ^$^6{^XIi± 
IE— «a (ii) ^^$^yx^y^ty-;vM 
J|3ffi*ftjc?|p*$n**-C*>ort>J:<, #Jx.tf 
thy # y * At»©7^ y ^JUigri^lf ^ 

[0020] wc±re-«a; (i) "c*$*L*-fk-frttx 
tt-tlB— /tt* (ii) ^^frs-^x^y^y— /u 

R»frO-&J**jfe^ot>T3*^<S D ±IB— m& (II) 

Tt$ti5^yx^ y 3r^y— ^mm#<o&f$.x*— A 
Ifk i 4 ] 
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(III) 



ff ^ sr "' v ' ,< XO- z ' H - 

(IV) 



(V) 

X 2 n ' K * co * 



(VI) 



(VII) 

m&mt>. ttR 1 , R 2 , R 3 , A, X 1 , Y 1 , X 2 , 
Z, R 4 ^R s ttBtrlS<t^C 0 ) 

[0 0 2 1] — ^ (IV) -C£c£*L5fc Kn*i/ (X 

(in) -clcSHSr ^ / ^yx-r y^f 
*7k#T, seamm-h**.** mm t^t^ 

. (v i j -cisns*^^^ y^rt/- 



J* 

z — 6 — CQ2H 

;i>mmm*. meo-iB: (iv) -e*s*i,afls**Mc 
£*S£#y ^A^scomso#^ET, -#5$; (v) -emzti 

* 0 —/HSt (vii) -c^^n^^^o^^x-r 

y^-^j/— /u»**H:±«ao— jR* (vi) -C2t£*x* 
[0022] ^W^^^X^y^-^^— MK9t 

Mfcl 5] 



-9- 



Me ^ Q y ^C0 2 R - K 2 C °3 



ZH 



N-Y R ' 



T 

A, R 1 , R 2 , R 3 , Z, R 4 , R s Q2fct) t R(4 «fc ►) #5 - £ fc* 5<1 

[0 0 2 3] SfelcSfc, *^Yfc^fettT15cDSJC^ 



-10- 



R' 



H 




R2 



-Z — C— COfeR 

A 5 



&5c 



:p2R 



Dl 

n ^ R* 



D-NH.O.S 

(RJ&attU DttNH, OXttS^U ^ITR, 
Gh R\ R 2 , R 3 . A, Z, R 4 &tfR 5 telttri2<h^ 
Co ) 

[0 0 2 4] ±EKJS^*— A{r*5lt5a»»1t-e*S 

^y/ft7x^;^*t^ Ktt«t«W0 9 6/ 
3 5 6 8 8, E P 5 0 5 3 2 2fa^O^&^^rffiV>r# 



[0 0 2 5] m< U"C#b*tfc*SW!«*«li««r«l^ 
2 2 iCiW. 

fc<P-/aa; (a> . 

Mb i 7 ] 




X^(;x 2 ^ft, ^LTR 2 , R 3 , [0 0 2 6] 

R 4 , R s , ZJtt5ZOB»ffittASai'-4lCE«lOt [^1] 



-11- 



R 2 


XV 




R5 
XV 


*7 




M> 




H 


H 


O 


6 


Mr 








o 


6 


■m 


70> 






o 


6 






fib 




o 


6 


7>t> 








o 


6 


7*> 


<2Qpcfl> 




fib 


o 


6 






fib 




o 


\j 








m 


o 


6 










o 


R 

\j 






m 




o 


6 


m 






» 


o 


6 


WW* 




» 




o 


6 




yj& 






o 


7 


CF 3 




m 




o 


7 




7£fr 


3fr 




o 


7 



[0 0 2 7] [^ 2 ] 





r 3 


R? 


R? 


z 


m 






& 


H 


s 


7 








H 


s 


7 










o 


7 










s 


5 








m 


o 


7 






& 


m 


o 


6 




TO* 




■m 


o 


6 J 


(O^Oi€H 


7£fi> 




m> 


o 


7 




7&t 




■m 


o 


6 




7& 


fSh 


m 


o 


7 




2fi# 


m 


m 


o 


7 




7£* 




m 


o 


7 




7£fr 


m 


m> 


o 


7 




7&l> 


m» 


•m 


o 


7 




7&> 


m 


m 


o 


6 



-12- 



■C0 
Xv 


X v 






z 








ri fw 




o 


6 


w 








o 


6 


w 


/O/TTVTLrrl/ 




rji' 


o 


6 




/o/nK-r-it/ 


Ufa 




o 

V-/ 


7 






JjJV 




Q 


7 








r)/ v 


Q 
o 


7 






TJJv 




o 


V 






fJJV 




o 






















n. 


o 


6 






H 




o 


5 










o 


6 






7t*> 


#v 


O 


6 










O 


6 








$v 


O 


7 






- 1 f 


-1 


O 


7 



-13- 







I? 


IV 


XV 


L, 










r)t v 


C\ 
vJ 


rj 




i ^-y 


/y/r 


4k, 


KJ 


D 






4fjb 


4k, 


r~\ 


D 






M 


4U, 
JW 


CJ 


D 






rji* 


4U, 

7W 


CJ 


D 






Tfl* 


4k, 


s 


5 






■tit/ 
TIN 


4k, 


o 


6 






4k, 

Tfl* 


W 


s 


6 








4k, 


o 


6 






•till/ 


4k, 


s 


7 






SJJV 


T T 

rl 


o 


6 




//'V •y/J/J-rfV 


~frt?A, 


T T 


o 


6 






4U, 
TP* 


■/fry 

JW 


o 


6 






W 




o 


6 






4k, 


7W 


o 


6 








4k, 


o 


6 










/ /' w 


o 


6 








» 




o 


6 




TO/ 






m 


o 


6 








m 




o 


6 


[0 0 3 0] (1 - i 


I 1 IP. — tO'-rt- - 








o 


6 









tr 2 , r 3 , r 4 , r\ x\ x\ zRvzvmm&m 



-14- 







F? 




z 


m. 

I 1'— 






AJI r 




H 


fa 


o 


7 










/y/ r 




o 


7 






JJJV 




rJf* 




o 


7 


CD 




•HJV 




A)i y 




s 


6 


GO 


/i'W— I J 


/w 




JTJ. 






6 


ill*/ 








AW 


AW 


V-/ 


KJ 




o 


Ay/ vtJv 




r)r / 


Jyiv 


V-/ 


ft 




o 






AW 


A)* y 


Q 
o 


5 

KJ 


JHA-k J 








All* 










s 


•*W 




AW 






7 










7W 


AH* 








o 






7w 


AW 


o 






n x \4-i J 




A/VP 




AD* 


o 












AW 




Q 
o 


\j 






WW 




aW 


AW 


r\ 

V-/ 


KJ 








crVP W 


AW 


rJ* v 


o 


<J 


/W-U J 




-fifty 

JW 


1>A*II]i/ 


aW 


AW 




4 


/hU-l J 








AW 


AW 




u 




JvU-J J 






AW 


AW 








Am J * 






fa 


fa 


o 


6 










fa 


fa 


o 


i 6 










fa 


fa 


o 


6 






1 7*> 




fa 


fa 


o 


6 










fa 


fa 


o 


6 










fa 


HP 


o 


6 







[0 0 3 1] (2-1) (b) \ litis] 

i„i>'-F 

^$^5^>'X^y^i^> f ->'^*^^-jov^T, zco [00321 

®fe{tgdS6ffi-C, ^UR 2 , R 3 , X\ X 2 , Y\ [^6] 
R 4 , R 5 ^Z^6tCia^<Dt^o 




-15- 



R 2 


HP 


R? 


R 5 


A 


2 


X 1 


Y 1 


5? 




2e* 






MVC 


C 








?tt> 






m 


m 


C 




(cm 


o 


7tt> 








m 


C 
















m 


c 








m 


£Q3s* 






s 


c 




(CHV 






! (2Q>2£* 






Nl 


c 


(EMI 




/fid 1 * 










NM: 


c 


















c 




(THk 


m-U J 










s 


c 


















c 






/rw-j J 








B> 


s 


£ 




(CU\ 
VM% 


/TM — I J 


7>> 










c 






/Tw-J J 


ft* 






fjfv 


s 


c 


>r»-*-i j 




/IH4-4 J 












s 














/ J*' 




c 






/K-J-l J 








m 


m 


c 










TO' 




■m 


NEh 


c 




(Oib 










m 


O 


c 




(Offe 










m 


O 


s 




(Oib 




(4agKyA 




m 


m 


O 


c 












m 


m 


O 


c 









[0 0 3 3] (2-2) .kfg-Jlga: (b) T^$ttS-< 



^@^7^T. ITR 2 , R 3 f X\ X 2 , Y l , R 4 
l&7] 



[0 0 3 4] (3-1 







R 4 


R 6 


A 


X 1 


Y 1 


X 8 






H 


H 


S 






o 






ffl> 




NH 






o 






fib 




S 














M> 


S 




at 


o 






tip 




s 






CO 










NMs 


o 




o 






M> 


■m 


Na 




Oib 




OJOFF 

) W«>r- 


(o) . 




fa 


s 

— Wfe 


4^9-1 







R 1 



R 3 - 




r 

Z — C — CO2H 
R s 



•emztiZ'O'X'f y -summit-^ r 4 avr s #yfM?, -tuA, r\ r 3 , x\ y 1 , x=\ 



-16- 



Z Z Olfefil^* 8 \Z&M<D 
[0 0 3 5] 



1^8] 



A 


R 


R 


Z 


m 


X 1 


Y 1 


X 2 


m 






o 


6 




P* 3 


O 


o 






o 


6 




(3*2 










o 


6 














o 


6 




P$ 2 




KB 






o 


6 








s 






o 


6 






o 


s 




TO/ 


o 


6 






oo 


NVi 




7&> 


o 


6 


O 


(G* 2 


o 


NV§ 






o 


6 




<3*2 




NV§ 


CF, 




o 


6 




<P*2 




NEt 






o 


6 




(3*2 




Q 
O 






o 
o 


A 

u 


imar 


rim 










o 


6 


/Ivl— 1 J 










70s 


o 


6 




<3*2 




S 






o 


6 




<3* Z 










o 


6 




(3*2 




s 






s 


7 




<3*2 




m 






o 


7 




<3i> 2 




m. 






s 


6 




<3*2 





[0036] (3-2) iiga— «5£ (c) tt^H5-< 
-C, ZO«»ffi«3ftS7ffi-e. *UTR\ R 3 , x\ 



[^9] 



[0 0 3 7] (4-1 



R 


r 


R 


R 


A 


Z 


X 1 


X 2 


m 




H 


H 


o 


O 














NH 


o 




o 


m 








S 


s 




*^ 






3# 


m 


4^ 










cogH 



R 3 . R 4 , R 5 > B 2 , 
^1 0l£fE&£>fc<£> o 



D. Z, Z^tfcB, X^JttKY 1 ^ 



[0 0 3 8] 

[iio] 



-17- 



[0 0 4 Oj (5- 



R 2 


R? 


R? 


R? 


B 2 


D 


z 


ft. 

m 


X 1 


Y 1 






H 


H 


CH 


: o 


c 


6 




(CH> 


m 




m 




CH 


o 


s 


6 


CD 


(CH), 


m 


X* 


m 




CH 


o 


o 


7 


CD 


(CH), 






m 




CH 


m 


o 


6 










•fie 




CH 


s 


o 


6 


'I'M— 1 J 




?#> 








CH 


N\£ 


o 


6 














CH 


NBi 


o 


6 


'11 1 1 J 












CH 


NB 


s 


6 


/II 1 I J 


(mv 










CH 


1 m 


o 


7 




(CH), 






m 


m 


N 


s 


s 


7 




(GHl 






H 


H 


N 


s 


o 


7 


'1 »— 1 — 1 J 


Ok 


m 








N 


o 


s 


6 


flVU J 


ffHL 










N 


o 


o 


7 


/IV4— J J 












CH 


MI 


s 


6 














N 


o 


o 


7 


/1V4-4 J 


(CHI 






#v 




N 


O 


o 


6 


/IV-l— 1 J 


((TJl 










N 


o 


o 


6 




(dib 






®> 




CH 


s 


o 


7 




(CHJb 


m 




m 


m> 


CH 


o 


s 


7 




(Ofb 






m> 


m 


CH 


o 


o 


7 


NEED 


(CBfe 








m 


N 


o 2 o 


,6 




Ok. 


2) _hiB-«5»; (d) i 


> iv , — rc-T — « . U.K. , 


R? 


R? 


R? 


B? 


D 


z 


<4 
S 


X 1 




m 






CH 


CH 


o 


7 




s 


WML ft 






N 


S 


o 


6 




s 








CH 


O 


o 


5 




o 


m 




m 


CH 


m 


o 


6 




o 






m 


CH 


s 


s 


5 




o 


i) K<n—tB&. (e) . 


lb 2 i] 




B 



LT X tltR 2 , R 3 , R 4 , R 5 . B\ D, ZOt 




[0 0 4 1 ] 



-18- 







Fc 




-r->i 


D 


f-M- 

SB 

m 


X 1 




m 




T T 

H 


T T 

H 


/— T T 

CH 


O 


6 












m 


CH 


O 


7 


CD 






(g3Q7t^ 


ill 




CH 


XT T 


6 








g3Q7i^ 






CH 


S 


6 








g3Q7t^ 






CH 




6 














CH 


NHi 


6 


/4A-r 








3ft 




CH 


XT T 


7 














CH 


MI 


7 


JHD 


S 










N 


S 


6 




S 










CH 


O 


5 




o 






H 


H 


N 


s 


7 


/ , I -Ay — 












N 


o 


7 




££££ 










N 


o 


7 




£^ 










N 


o 


6 














N 


o 


6 








<g4J32£?V 






CH 


s 


7 






m 








CH 


m 


6 




o 


TP 








CH 


o 


7 














N 


o 


6 







[0 0 4 2] (5-2) JiBS—flE*; (e) -C»**t5ft 



:1 3(C|a^O^<Oo 



[^13] 



[ib2 2] 





R? 


B 1 


D 


4£ 

S 




Y 1 


X 2 






CH 


O 


6 


OD 










CH 


N# 


6 




(CH^ 








N 


S 


7 




O*. 








N 


O 


6 




(CHJ, 


m& 






CH 


1>H 


6 




(CHA 








CH 


O 


7 




Ofe 






(340^ 


CH 


S 

1 ^ 


A 









■*>m9U*V* R 1 , R 2 . 



^C0 2 H 
Me 



X 1 , X 2 , Y l JktfZiS*l 4 — 2 2KlB|fe<£>t>*>o 
[0 04 4] 
[^14] 



-19- 



Ff 


Ff 




Y 




z 










i&4 


0 












0 


t£Q)yx^)[, 






CH/K 




0 








OUR 

~ 2 




0 












o 








OUR 




o 


£K&yx^>u 






CHXH 




o 


&a)y*^j\, 






CHXH 

2; 2 




o 




ya&\/ 




OUR 


4&*f 


o 


^a)y^jv 


^/y'-Hi/ 




CHXH 




o 


(^Q)yx^v 


t—y^i 




5i 2 


^flfirJ 


o 








cum 

W Z W, 2 




o 


ffirt-y'-HQy^u 






CH/K 




o 








W 2 M 2 




o 


&oj$y*^\/ 










0 


<2,*<$yxjz>U 










0 


£&a)yx^>\, 










0 












0 


tzofty^v 










0 










i£4 


0 



imi 5 j 



-20- 



d 
n 


rf 
n 


v 1 

A 


T 


A 










ruru 




U 




-1 //xxzjv 




ruru 
Opt 




r\ 
U 












r\ 

0 


Jh_flJ /i it» A — » _ it . 

$£Q\mF3) 7x^1/ 






ruru 

opt 




0 








ruru 

opt 




0 








rt ia l 




0 












0 








apt 




0 








ruru 




0 


O ^ III it 






ruru 




0 




I, r V a ■ *l r 




opt 




0 


2-^X^1/ 






ruru 




0 


/ > Jtfi /tilt 






opt 




0 






J JJL 


opt 


i JJL 4. 


0 








opt 




0 


« .>% * /tiki 






<HPt 


j LA ;< 


0 


Jn #v i « m a V ■ _ h ■ 


.* . « r 








0 








ruru 




rt 

0 












0 












0 












0 








apt 




0 


(JO, 4^7*^1/ 










0 



[0 0 4 6] [£cl6] 



-21- 



Ft 


Ff 


X V 




z 








am 




0 








CHCH 


im 


0 










±m 


0 


8-+/»J>l' 


70fc>l> 




(HCH 


$m 


0 








CHOi 




0 








CHCH 




0 












0 


2-77^1/ 






(HCH 




0 












0 








CHOI 




0 








CHCH 




0 








CHCH 




0 








CHCH 




0 








cum. 




0 




X*>U 




CHCH 




0 




X&iV 








0 




X&V 




CHCH 




0 




X&>\/ 




<m 




0 




34*1/ 


m- 


<m 




0 




UHV 


jm 


<m 




0 






jm 


<m 




0 








<m 




0 








<m 




0 



[0 0 4 7] [$17] 



-22- 



d 
n 


PI 


A 


V 

I 


A 


7 












n 












n 








ruru 




U 


2-79-=^ t' 










0 


2M X7y*Pv 










0 












0 


A T J "X /till 










0 












0 












0 


In n A i > _ ■ f 






n in [ 




0 






L IX St 


ewrw 




0 








rtjru 




0 


in d »i ?l ■ _ . ■ 






OjOj, 




0 




7w 








0 


W"7**l/ 






op. 




0 












0 




7^ 




opt 




0 








mm 


tlx i 


0 




7^ 








0 




7^ 








0 




7^1/ 








0 


2-79^1/ 






dipt 




0 




7^1/ 


MM 




MM- 


0 



[0 0 4 8] [^18] 



( 



-23- 



a 


F* 


X 






z 




yw 








0 




yw 






MM 


0 










MM- 


0 










i#4 


s 


fra}yx^>u 


ya&ls 


.±m 




J*W- 


s 






.tm 






s 






MM- 


Q\f}\ 




s 




ya&v 








s 






*m 




M£4 


s 


(^a)yx^v 


utu 








s 


Q-NSiy^U 


ya&u 


Mb* 




MM- 


s 


&2)y^i/ 








Mfc4 


s 




yaou 


mm- 




MM- 


s 








opt 


■Mtft 


s 


QrQ.)yx^=>l> 


t-y^u 




04C4 


MM- 


s 


b-fiyx^>i> 


Jyya&u 






■MM- 


s 


{t-y+)$yxjx\/ 


*/y\x>v i 


MM- 






s 








opt 




s 


&Qk)y^v 


^vyad>V 


±m 




MM- 


s 


<2,+Q}y^v 


^/yad>]/ 


Mm 


<HPi 


J** 


s 


Q,&a)yx^n 




mm- 


opt 


MM 


s 


&F3}yx^ti' 




±m 


<m 


mm 


s 


&Hy*ziV 




im 




mm 


s 



[004 9] [*19] 



-24- 



p 


r\ 


y 

A 


V 

1 


A 


7 


vr SjJ l/XI. / is 




4>U-lJ 


n-crvp 


mi 


C 

o 






J 


rvcrvo 


tpU-TJ 


Q 
O 






£-nvt 

4*uu J~ 


LndJi: 


<NXJ J 


c 
o 








njrLO 


fFu-i J 


o 

o 








/T-fTVO 


•PET 1 


b 




J P lAi 


£££££ 


(Jiirz 


iPLLJJ 


S 








OHM 


•PU-I J 


S 






fmr 




fpU— J J ' 


S 


n4-j ill 






OHM 


tPuIjT 


s 


Q 4» 1 III 




q*LUJ J 




iFlU J ■ 


s 








(MM 




s 






q»U— 1 J 


OHM 




s 






q*u-i J 


(MM 




s 








CH3M 




s 


rk ^ flu 




<Pl4-lJ 


(MM 




s 


rt it 1 1 1 




VU-lX 


(MM 




s 








OflM 




s 




>c j r i^i 




rvrrvo 
VildJli 


HAT 


o 

o 








(MM 




s 








(MM 




s 




>fcfc9U 




(MM 




s 








(MM 




s 




3fct3U 




(MM 




s 



[0 0 5 0] [^20] 



-25- 





Ff 




V 




z 






Mb* 




Mb* 


s 






Mb* 


<m 


Mb* 


s 






Mb* 


<m 


Mb* 


s 






Mb* 


<m 


Mb* 


s 




7bfc>l/ 


Mb* 


<m 


Mb* 


s 






Mb* 


(Wi 


Mb* 


s 




7bt>|/ 






Mb* 


s 


*-£■»] ?v*t/ 




Mb* 


(H<h 


Mb* 


s 






Mb* 




Mb* 


s 






Mb* 


CKCK 


Mb* 


s 








OUR 


Mb* 


s 






Mb* 




Mb* 


s 






Mb* 


ouch 


Mb* 


s 






Mb* 


chch 


Mb* 


s 




UiU 


Mb* 




Mb* 


s 






Mb* 




Mb* 


s 






Mb* 


CHOi 


Mb* 


s 






Mb* 




Mb* 


s 






Mb* 


<m 


Mb* 


s 






Mb* 


<m 


Mb* 


s 






Mb* 


<m 


Mb* 


s 






Mb* 


<m 


Mb* 


s 






Mb* 




Mb* 


s 



[005 1] [$2 1] 



-26- 



10 0 5 2] 



ft 


Ff 








7 








ruru 

u Sr x B 




c 

o 












s 


3-* /M>t/ 








4 


C 




— ' w 




ru/VL 


4^si 


Q 
O 




— V » lr 








Q 
O 








^4 


4^^L 

•WT 


c 
o 


^ ^,7 / )'V 








4iis* 


Q 

o 






4 ££4- 


ruru 
¥5 


4*44- 


c 
o 








ruru 




c 
o 












c 
o 




/*T*V 




ruru 

opt 




c 
o 








ru/u 


4*64> 


Q 




/'T'V 




ruru 


4*&«£» 


c 
o 


&XJU 1 A-&i^ -7 _ v 






ruru 




o 
o 








ruru 

opt 




o 

o 








ruru 

opt 




c 
o 








ruru 




o 

o 








ruru 




o 
o 


2-^7-^1/ 










s 












s 




•fw 




<m 




s 








<m 




s 








<m 




s 


[^22] 


F( 


ff 




V 




z 




7^ 




.<HPi 


MM- 


s 




•f-W 




<m 


MM 


s 








cm 


MM 


s 








cm 


isIM 


s 








cm 




s 






J** 


cm 


i*M 


s 



[0053] mcxftmvmmwMK^^xi&^z. * 
&mft&yo<D p par s mmtftmft* cv-imt&iz 

^mVfZf?*^ K (GAL4 — hPPAR6 LB 
D) . ;Wi/7x7— iflga^^^ K (UASx4-T 
K-LUC) RXfip-tf5f Y*s?-M (0-GAL) 

**Wft^»Xttlt«ft'&«-C*>5 L-1 6 5 04 1O 

#«t, 4oi*B«F*a. ^mtm^/^yy^9— t? 

/^7x7-^tttt^-GALfiH4-CliEl, L 



- 1 6 5 0 4 1 -C^SL^JiacOyUv-^^^— 

i o o % t ur, satw* y ^/^ K»tt*r»a bfc 0 
(«ia<?DiiJfi0>j i o) 

[0 0 5 4] S 2 3 ^fe W b*^ J: 5 

mmmi^D 6 so 4 i\zttx % wi^xn 

4Hisn:< nm^J 9-1 -HSg^J 9-22 IS^CD*^ 
6 5 0 4 1 tCtt-<, ra«3tt«ft£U: 

*S: (I) -C*4Jx5ft'fr4fcf4, SttfcPPARSM 
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5/yKo-AX, jli3U7rn-;i/M, i*y*Kg 

—ffi. £&&m&* &&&& (Ma no H. e t . A 
1 . , (2000) J. Biol. Che m. ,27 
5:8126-8132), /*fc K^#f8Bfi. IWfiR 

[0 0 5 5] *JSW^«tt, t MC*U-C-«»ftB 

-fe/HW, MJRU &*HRk *SH#o«ffl*c»5*-t-S £: 

/wo-^ s XK Jtt«H*U-Ctt* 

>\ ^/UT^^rV^ ^vU-fe/Ha — Tsti/Vi/VJ* (CMC — 

ca) ttifsfts, »*aatb"Ctt. ^7jyiTm 

^j^ttlt tKu^n 
tWiT/Un— * (HPC) , -If #y tr^/utfn 

y (pvp) «2f3ss*rre>ttd. 

[0 0 5 6] &^fittii#/*A£:fc^T»i, ^tt^J-e^ 
mg, ia^-ei01mg-2OOOmgffc5^ 

[0 0 5 7] 

[HJ£0iJ] JHfefll 1 

2- [ [3- [2- (5-^^yl — 2-^a:^/U-4- 
W-/y;u) gfyij -l, 2 — ^y^rfy- 
/U-6-^/K] j^vj -2-p<^/W^P^>^ 

(1) 6-7th75K-3- [2- (5-^^-2 
-7^-/U- ;V) -1, 2— < 

6-7th75 2-^^X^y^r 
•9-^-/1^(1. 50g, 7. 8 9mmol) MTH 

f (2 5mD mmnrnxr. - 7 8 

< CCt2M(DLDA {9. OmL, 18. Ommol) 
Sri 0»Md*«"C»TU *P>JCRIA#-C1 0»M*# 
Lfc e ^^T^&(C^V^^Lfc4-3-K^^-5 
-pt^vU- 2 - 7x=^t/-;W©THFS» 
(1. 90g, 7. 89mraol/4. OmL) Sr5# 



^ ^ y w- /U= 10 0/1) (CTSK L±IBO«H{k-&» 
& 3 feUSii OlOmg) *LT»fc 0 OK* 3 2%) 
*H — NMR (CDC I 3 , 400MHz) 6:2. 14 

(s, 3H) , 2. 19 (s, 3H) , 3. 02 (t, 
2H, J = 8Hz) , 3. 32 (t, 2H, J=8H 
z) , 7. 13 (dd, 1H, J = l, 9Hz), 7. 
35-7. 45 (m, 4H), 7. 83 (br-s, 1 
H) , 7. 9-8. 0 (m, 2H) , 8. 0 8 (d, 1 
H, J = lHz) 

[005 8] (2) 6-T^y-3- [2- (5-^ 
^-2-7xs/U-4-*W y/w) **7U] -1, 

2 — *>x^ y^t/-/v 

±E**tf»6*tfc6-T-fehT5 K-3- [2- (5 
- ^ ^/v- 2 - 7 x 4 - 1 t / D /W) ^fvV] 

-i, 2-<yx>{y^ty-/M7 0 0mg, 1. 9 

mmo 1) &lNi£;& (9mL) BUS 
1 0 O'CtCiJf 6^pr^Pf?ftSiiftUyto S*S*T*r 
MMLfcfiU aKflUcKUfUnoJKRfe^hy 

ft»^*itoKT?as»-, h y uei 

(5 3 0mg) <bLT#fCo OK* 8 6%) 
X H — NMR (CDC1 3> 400MHz) 6:2. 15 

(s, 3H), 3. 00 (t, 2H, J=8Hz), 
3. 27 (t, 2H, J = 8Hz) , 4. 01 (br- 
s, 2H, ) , 6. 54 (dd, 1 H, J = 2, 9H 
z) , 6. 70 (d, 1H, J = 2Hz) , 7. 2- 
7. 5 (m, 4H) , 8. 0-8. 2 (m, 2H) . 

[0 0 5 9] (3) 6 -^-f Ku^rV-3- [2- (5 
-^fvu- 2 -7zc^yu-4-^-^ri^y r y/u) m^yu] 
-1, y*r^"S—/U 

±td.1jfe-C'&htl1Z 6 — T ^ y - 3 - [2- (5-^^- 
yw-2-^oin/w-4 -^f/y;u) ^^vu] -1, 

2 'yX^y^rt/-/U (2. 14g, 6. 7 2mm 

ol) 6 2 5%8tt (4 OmL) idfflS»£li:fc« % 
*-effi5HKi-h y $**mm (4 8 7mg/2. 5 m 
L) Sri O^I-ClTLfc ^TTMS^WL 
*0$Ug$f£*<a7 5%ttSt^cSfK (3 OmL) tC^j 
3 0MWtITlt JKTfcTfiL RI*frTt2 0 

TKiCfcftfCo i^cc^ai— t^/U (1 0 OmLX 2) |CT 

m (200raLX3) Sr^P^iStttti Lfc 0 j^V^-C7K^^b 
i- h y ^Aj6JK*:7k»T{cr 3 N*»*fli^Kttt L8£ 

(1. 1 g) «t LT#*io 
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l H-NMR (CDC 1 3 , 4 00MHz) 6:2. 23 
(s, 3H) , 3. 0 2 (t, 2H, J = 8 H z ) , 
3. 26 (t, 2H, J=8Hz) , 6. 71 (dd, 
1H, J = 2, 9Hz) , 6. 90 (d, 1H, J = 2 
Hz) , 7. 26 (d, 1H, J = 9Hz) , 7. 4- 
7. 5 (m, 3H) , 7. 5 9 (br-s, 1H) , 
7. 9-8. 0 (m, 2H) . 

[0 0 6 0] (4) 2- [ [3- [2- (S-^^VW- 
2-7ai=.yu-4-^i^^y^) ^A-] -1. 2- 

6-WKodri/-3- [2- ( 5 ^/U- 2 - 7x 

V^-^y— A- (2 0 Omg, 0. 6 Ommo 1 ) . 2- 
yn^-2-y^^ot^^V^^ (I56mg, 
0. 8 Ommo 1 ) \ V V J* (lllmg, 0. 

8 Ommo 1) & * ^fr^^tr Yl/ (lOmL) \^*& 

2mm&. 3E«C 2 -^n^e- 2 ^vUT'n f^gfezc 
(1 5 6mg, 0. 8 Ommo 1) . V A 

(lllmg, 0. 8 0mmo 1) ^rM2 0^« 

i\&m*m&Mikm (23o mg ) ^ur#^ e ok* 

8 9%) 

1 H— NMR (CDC 1 3 , 400MHz) 6:1. 23 

(t, 3H, J = 7Hz) , 1. 64 (s, 6H), 
2. 15 (s, 3H), 3. 02 (t, 2H, J = 7H 
z), 3. 31 (t, 2H, J = 7Hz) , 4. 24 

(q, 2H, J = 7Hz) , 6. 80 (dd, 1 H, J 
= 2, 9Hz) , 6. 88 (d, 1 H, J = 2Hz) , 
7. 38 (d, 1H, J=9Hz) , 7. 4-7. 5 

(3H, m) , 7. 9-8. 0 (m, 2 H) . 

[006 1] (5) 2- [[3- [2- (5-^^/U- 
2-7=.—/U-4-**-y-yV/l') J^/lO - 1, 2- 
'O'X-fy^riJ-y— yU-6 — f/U] -2-y^ 

±f2^&T^P>nfe2- [3- [2- (5-^A—2 
-7x^-4-W^!i^) a^/VJ -1, 2-^< 
yX-fy^f/- yl— 6 — T/^^ri/] -2-^^/^ 
n^Sxf/V (2 20mg, 0. 5 1 mm o 1 ) £ 
^^y-^/THF/7K (3mL/lmL/lmL) <D 

m&mmzmm z , *iMfcy^*Ai*fd* d 

oomg) ^n^feo Mi:t2 0W^i^i 

(pH 4@S) «ffiLfctta«r#*Lfc«, tK 
(4 0mL) T*»L2Bfe««u'3ElcWBEtt*-J-Sr 
i: -C±Eo««fls^|fc* ( 1 7 0 m g ) £ tt 



#fc 0 OR* 8 3%) 

L H — NMR (DMSO-d 6 , 4 00MHz) 5 : 1. 
77 (s, 6H) , 2. 19 (s, 3 H) , 2. 96 
(t, 2H, J = 7Hz) , 3. 25 (t, 2H, J = 
7Hz), 6. 86 (dd, 1H, J=2, 9Hz), 

6. 96 (d, 1H, J=2Hz), 7. 45-7. 5 
(m, 3H) , 7. 71 (d, 1H, J = 9Hz) , 

7. 85-7. 95 (m, 2H), 13. 2 (br 
s, 1H) . 

[0062] mmm 2 

2- [ [3- [2- (5-ni^/u-2-^^n/u-4- 

tWJ/u) j^/k) -1, 2"^yx>fy»»-/- 
yu-6-^yu] -2-^f/^P^y|g 

(1) 6-Tir K- 3 - [2- (5-^y^-2 
-7x^;u- 4 y ylO ^^/U] -1, 2 

>-x-r y^-tf-y— >v 
j&*i 5% 

X H — NMR (CDC 1 3 , 4 00MHz) 6:1. 08 
(t, 3H, J = 7Hz), 2. 21 (s, 3H), 
2. 51 (q, 2H, J = 7Hz) , 3. 03 (t, 2 
H, J = 7Hz), 3. 34 (t, 2H, J=7H 
z), 7. 09 (d, 1H, J = l, 9Hz) , 7. 4 

1 (br-s, 1H) . 7. 4-7. 5 (m, 4 H) , 
7. 9 5-8. 0 0 (m, 2 H) , 8. 0 7 (d, 1 
H, J = lHz) . 

[0 0 6 3] (2) 6-T^y-3- [2- (5-^^ 
;>-2-7j^-4-^tyy;v) ^5vu] -1, 

2 -^yX/f y *-?*y— yp 

ifc* 9 6 % 

1 H — NMR (CDC 1 3 , 4 0 0MHz) 6:1. 01 
(t, 3H, J = 7Hz) , 2. 51 (q, 2 H, J = 
7Hz), 3. 03 (t, 2 H, J = 7 H z ) , 3. 2 
7 (t, 2H, J = 7Hz), 4. 02 (brs, 2 
H), 6. 54 (dd, 1H, J = 2, 9Hz), 6, 
69 (1H, d, J = 2Hz) , 7. 26 (d, 1H, 
J = 9Hz), 7. 4-7. 5 (3H, m), 7. 95 
-8. 0 0 (m, 2H) 
[0 064] (3) 6-^Kcr^ri/- 3- [2- (5 

2 -7x^yi/- 4 - ^^tyyyu) ^^vi'] 
-1, 2-^o-x^r y^rif^y— 

5 3 % 

A H — NMR (CDC 1 3 , 4 0 0MHz) 6 : 1. 11 
(t, 3H, J = 7Hz) , 2. 55 (q, 2 H, J = 
7Hz), 3. 03 (t, 2H, J = 7 H z ) , 3. 2 
9 (t, 2H, J = 7Hz) , 5. 9 5-6. 0 5 (b 
r, 1H) , 6. 72 (dd, 2H, J = 2, 9H 
z), 6, 9 1 (d, 1H, J=2Hz) , 7. 3 1 
(dd, 1 H, J = 9 H z ) , 7. 4-7. 5 (m, 3 
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H) , 7. 9 5-8. 0 (m, 2 H) . 
[0 0 6 5] (4) 2- [ [3- [2- (5-^/U- 
2-7^— /is- 4 DM -1, 2- 

-<VX^y^-i^>/-/U-6 — f/u] t^rv/] - 2 

l|7^8 8% 

l H-NMR (CDC I 3 , 4 0 OMH z) 6:1. 0 7 

(t, 3H, J = 7Hz) , 1. 23 (t, 3H, J = 
7Hz), 1. 64 (s, 6H) , 2. 51 (q, 2 
H, J = 7Hz) , 3. 02 (t, 2H, J = 7H 
z) , 3. 32 (t, 2H, J = 7Hz), 4. 23 

(q, 2H, J = 7Hz), 6. 79 (dd, 2H, J 
= 2, 9Hz) , 6, 88 (d, 1 H, J = 2Hz) , 
7. 37 (d, 1H, J=9Hz) , 7. 4-7. 5 

(m, 3H) , 7. 9 5-8. 0 (m, 2 H) . 

[0066] (5) 2- [[3- [2- (5-3^/U- 
2-^=^/U~4-^^V r yyU) zc^/l/] -1, 2- 
^VX^f y^r-^y— /I/- 6-^T/U] -2->^ 
/i^n 

7 3 % 

1 H — NMR (CDC I 3 , 4 00MHz) 6 : 1. 3 

(t, 3H, J = 7Hz) , 1. 69 (s, 6 H) , 
2. 58 (q f 2H, J = 7Hz) , 3. 02 (t, 2 
H, J = 7Hz) , 3. 22 (t, 2H, J = 7H 
z) , 6. 79 (dd, 2H, J = 2, 9Hz) , 7. 
01 (1H, d, J = 2Hz) , 7. 22 (1H, d, 
J = 9Hz), 7. 4-7. 5 (m f 3H) , 7. 95 
-8. 0 (m, 2H) 

[0067] mMmz 

2- [ [3- [2- {S-~7u\?;V-2-7*l~;V-4 
-tt-y-S}) ;u) jc^/u] - i , 2 — ^X^f y^-fr:/ 
— /u- 6 — f/u] ^^r->] -2-p<^/U^ptf^->-^ 

(1) 6-Tir K-3- [2- (5~/nt>- 

2-^^^/U~4-^^r-^> f !;/U) ^^/U] -1, 2- 

l H-NMR (CDC1 3 , 4 0 OMHz) 6:0. 87 
(t, 3H, J = 7Hz) , 1. 55-1. 70 (m, 
2H), 2. 22 (s, 3H) , 2. 49 (t, 2H, 
J=7Hz) , 3. 04 (t, 2H, J = 7Hz), 
3. 35 (t, 2H, J=7Hz) , 7. 12 (dd, 
1H, J = l, 9Hz), 7. 2-7. 6 (m, 5 
H) , 7. 9 5-8. 0 5 (m, 2 H) , 8. 0 1 
(d, 1H, J = lHz) 

[0 0 6 8] (2) 6 — T ^ / - 3 - [2- (5-^n 
^-2-7^^/1^-4-^^-^^!;^) ai^/u] - 

2X^11X^4 1 % % 

l H-NMR (CDC 1 3 , 4 0 OMH z) 6:0. 8 7 



(t, 3H, J=7Hz), 1. 55-1. 70 (m, 
2H), 2. 49 (t, 2H, J=7Hz), 3. 01 

(t, 2H. J = 7Hz) , 3. 26 (t, 2 H, J = 
7Hz) , 4. 00 (br-s, 2 H) , 6. 55 (d 
d, 1H, J = 2, 9Hz) , 6. 70 (d, 1 H, J 
= 2Hz) , 7. 30 (d, 1H, J=9Hz) , 7. 
4-7. 45 (m, 3H) , 7. 9 5-8. 0 5 (m, 
2H) . 

[0 0 6 9] (3) 6-a^Kp^-3- [2- (5 
-^ot°/l'-2-> r ai<=./U-4-^^r"y->/y/U) =xl^ 

/w] -1, 2-^<yX-<y^f/-/u 

5 3 % 

X H — NMR (CDC 1 3 , 4 0 OMH z) 6:0. 9 1 
(t, 3H, J=7Hz) , 1. 5 5- 1. 7 0 (m, 

2H), 2. 56 (t, 2H, J = 7Hz), 3. 02 
(t, 2H, J=8Hz) , 3. 25 (t, 2 H, J = 

8Hz) , 6. 74 (dd, 1H, J = 2, 9Hz) , 

6. 9 1 (d, 1H, J = 2Hz) , 7. 2 8 (d, 1 
H, J = 9Hz), 7. 4-7. 45 (m, 3H), 

7. 9 5-8. 00 (m, 2 H) , 8. 15 (br- 
s, 1 H) . 

[0 0 7 0] (4) 2- [ [3- [2- (S-^nf/U 

- 2 ~7x-^-4-t^t^!J/U) ^^/U] -1,2 
— <^X><y^r-^y— /U-6 — f/W] -2-* 

®.m 7 0 % 

'H-NMR (CDC 1 3 , 4 0 OMH z) 6:0. 8 5 
(t, 3H, J=7Hz) , 1. 23 (t, 3H, J = 
7Hz), 1. 5-1. 60 (m, 2H), 1. 64 
(s, 6H), 2. 48 (t, 2H, J = 7Hz), 
3. 02 (t, 2H, J=8Hz) , 3. 32 (t, 2 
H, J=8Hz), 4. 23 (q, 2 H, J = 7H 
z) , 6. 80 (dd, 1H, J=2, 9Hz) , 6. 
88 (d, 1H, J = 2Hz), 7. 40 (d, 1 H, 
J = 9Hz), 7. 40-7. 50 (m, 3H), 7. 
9 5-8. 0 0 (m, 2H) . 

[0071] (5) 2 - [[3- [2- (5-^n tf/U 

- 2 -7^^./U-4 -«t^y/W suf-A*] -1, 2 
-<yX/fydrt^/U-6-^/P] 3Mr->] - 2 
^/UT'u tf^-v^ 

Jfc3* 9 4 % 

X H — NMR (CDC 1 3 , 4 0 0MHz) 6:0. 85 
(t, 3H, J = 7Hz), 1. 5-1. 65 (m, 2 
H) , 1 . 6 4 (s, 6H) , 2. 5 5 ( t , 2H, J 
= 7Hz) , 3. 03 (t, 2H, J=8Hz) , 3. 
19 (t, 2H, J = 8Hz), 6. 76 (dd, 1 
H, J = 2, 9Hz) , 7. 00 (d, 1H, J = 2H 
z) , 7. 20 (d, 1H, J = 9Hz) , 7. 40- 
7. 5 0 (m, 3H) , 7. 9 5-8. 0 0 (m, 2 
H) . 
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[0072] nmm* 

2- [ [3- [2- (5-:/n (2-^nn 
y^/u) -4 VM ^fvu] - i , 2 — * 
y fr-fr:/— /u— 6 — ;fr=fr->] -2-^^vu 
Xp bf^vSg 

(1) 6-Tir hT ^ K-3- [2 - 
2- (2-^nn7x^) - 4 -^-tf-v' y /U) 
A*] -1, 2 — iyx^y^ty-;p 

itX^S 1 4 % 

*H-NMR (CDC 1 3 , 4 0 0MHz) 6:0. 85 
(t, 3H, J = 7Hz), 1. 45-1. 60 (m, 
2H) , 2. 22 (s, 3H), 2. 46 (t, 2H, 
J = 7Hz) , 3. 06 (t, 2H, J=7Hz) f 
3. 36 (t, 2H, J = 7Hz) , 7. 12 (dd, 
1H, J = l, 9Hz), 7. 3-7. 4 (m, 3 
H) , 7. 4-7. 6 (m, 2 H) , 7. 9-8. 0 
(m, , 2H) , 8. 07 (d, 1 H, J = lHz) 
100 7 3] (2) 6-T^/-3- [2- (5-^n 
tT/U-2- (2-^nu7x=/W) 
yU) Ji^yW] -1, 2-'OX'( y*-9~y— /V 

i&m 8 o % 

L H-NMR (CDC 1 3 , 4 0 0MHz) 6:0. 8 7 
(t, 3H, J=7Hz) , 1. 45-1. 60 (m, 

2H) , 2. 49 (t, 2H, J = 7Hz) , 3. 03 
(t f 2 H, J = 7 H z ) , 3. 29 ( t , . 2 H, J = 

7Hz) , 4. 00 (br-s, 2 H) , 6. 56 (d 

d f 1H, J=2, 9Hz) , 6. 70 (d, 1 H, J 

= 2Hz), 7. 28 (d, 1H, J = 9Hz) , 7. 

5-7. 6 (m, 2H) , 7. 4-7. 6 (m, 1 

H) , 7. 9-8. 0 (m, 1 H) 
[0 0 7 4] (3) 6-^-f Kndr->-3- [2- (5 

-^ntVU-2- (2-^no7i^) - 4 

yyyu) *f->vl -1, 2— ' <^X^y^i/— jv 

i&m 3 4 % 

X H — NMR (CDCl,, 400MHz) 6 : 0. 87 

(t, 3H, J = 7Hz), 1. 4 5-1. 6 0 (m, 
2H), 2. 51 (t, 2H, J = 7Hz), 3. 10 

(t, 2H, J = 7Hz), 3. 31 (t, 2H, J = 
7 H z ) , 6. 1-6. 2 (br, 1H) , 6. 74 

(dd, 1H, J = 2, 9Hz) , 6. 91 (d, 1 
H, J=2Hz), 7. 3-7. 4 (m f 3H) , 7. 
4-7. 5 (m, 1H) , 7. 9-8. 0 (m, 1 H) 

[0075] (4) 2- [[3- [2- (5-^atfyu 
-2- (2-^nn7i^) -4-t=3rt/l)^) ^ 
^/W] -l t 2 — <yX^y^rf/-;i/-6 — CaO ^~ 
- 2 - fvuyn 
6 3 % 

A H — NMR (CDC 1 3 , 4.0 0MHz) 6:0. 87. 



(t, 3H, J=7Hz) , 1. 23 (t, 3H, J = 
7Hz) . 1. 4 5- 1. 6 0 (m, 2 H) , 1. 64 

(s. 6H) , 2. 48 <t, 2H, J = 7Hz) , 
3. 05 (t, 2H, J=7Hz) , 3. 33 (t, 2 
H, J = 7Hz) , 4. 24 (q, 2 H, J=7H 
z) . 6. 80 (dd, 1 H, J=2, 9Hz), 6. 
88 (d, 1H, J = 2Hz) , 7. 3-7. 4 (m, 
3H) , 7. 4-7. 5 (m, 1 H) , 7. 9-8. 0 

(m, 1H) . 

[0076] (5) 2 - [[3- [2- (S-^nf/U 
-2- (2-^nn7x-;u) ^ 

^/u] -1, 2 -^v'X^y sis-6 — r/u] * 

-2-^f/l'7'D^yg? 
8 0 % 

*H-NMR (CDC 1 3 , 4 0 0MHz) 6:0. 86 
(t, 3H, J=7Hz) , 1. 4 5-1. 6 0 (m, 
2H), 1. 66 (s, 6H), 2. 52 (t, 2H, 
J = 7Hz) , 3. 04 (t, 2H, J = 7Hz) , 
3. 29 (t, 2H, J = 7Hz) , 4. 24 (q, 2 
H, J = 7Hz), 6. 82 (dd, 1 H, J=2, 9 
Hz), 7. 00 (d, 1H, J=2Hz), 7. 3- 
7. 4 (m, 3H) , 7. 4-7. 5 (m, 1 H) , 
7. 9-8. 0 (m, 1H) . 

[0077] mmm 5 

2- [[3- [2- ( 5 2 -^7 ji^/U- 4 - 

^•frv' !);u) ^n^/w] -1, 2-^^X^y^-y— 
yv-6 — T;Kl -2-^^/^^afcr^-^@? 

(1) 6-Tir hTS K-3 - [2- (5 -^A— 2 

-y^^/U-4 - t^rt/U^) ^^vW] -1. 2 * 

y=^;/— A- 
1 3 % 

*H — NMR (CDC 1 3 , 4 0 0MH z) 6:0. 8 7 
(t, 3H, J=7Hz), 1. 22-1. 30 (m, 
2H) , 1. 4-1. 5 (m, 2H) , 2. 2 1 (s, 
3H), 2. 49 (t, 2H, J=7Hz), 3. 03 
(t, 2H, J=7Hz) , 3. 34 (t, 2H, J = 
7Hz), 7. 10 (dd, 1H, J = l, 9Hz), 
7. 3-7. 5 (m, 5H) , 7. 95-8. 05 
(m, 2H) , 8. 01 (d, 1H, J-lHz) 
[0 0 7 8] (2) 6-T^/-3- [2- (5-^ 
/U-2-7x^-4-t^rt/y;V) ^^A-] -1, 

2— ox^y^y— /i^ 

8 6 % 

X H-NMR (CDC 1 3 , 4 0 0MH z) 6:0. 8 7 
(t, 3H, J = 7Hz) , 1. 2-1. 35 (m, 2 

H) , 1. 4 0-1. 5 0 (m, 2H) , 2. 5 0 
(t, 2H, J = 7Hz) , 3. 01 (t, 2H, J = 

7Hz) . 3. 26 (t, 2H, J = 7Hz) , 4. 0 
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3 (br-s, 2H) , 6. 54 (dd, 1 H, J = 
2, 9Hz) , 6. 70 (d, 1H, J=2Hz) , 
7. 29 (d, 1H, J=9Hz) , 7. 4-7. 45 

(m, 3H) , 7. 9 5-8. 0 5 (m, 2 H) . 

[0 0 7 9] (3) 6-WKn*->-3- [2- (5 
-^yW-2-^^^/U~4-^-^r-^y y/u) 

Ife* 3 4 % 

*H-NMR (CDC 1 3 , 4 0 0MHz) 6:0. 89 
(t, 3H, J = 7Hz), 1. 2-1. 40 (m, 2 
H) , 1. 4 0- 1. 5 0 (m, 2H), 2. 55 
(t, 2H, J = 7Hz) , 3. 02 (t, 2H, J = 
7Hz) f 3. 27 (t, 2H, J=7Hz) , 6. 7 
1 (d d, 1H, J =2, 9Hz), 6. 9 1 (d, 1 
H, J=2Hz) , 7. 29 (d t 1H, J = 9H 
z), 7. 4-7. 45 (m, 3H), 7. 9-8. 0 
(m. 2H) . 

[0080] (4) 2- [[3 - [2- (5-^/U- 
2-7=.~A — ^/U-] -1, 2- 

7 6 % 

l H-NMR (CDC I 3 , 4 0 0MHz) 6:0. 8 7 

(t, 3H, J = 7Hz), 1. 33 (t, J = 7H 
z) , 1. 2-1. 3 (m, 2H) , 1. 4-1. 5 

(m, 2H) , 1. 6 4 (s, 6H) , 2. 5 0 (t, 
2H, J = 7Hz), 3. 02 (t, 2 H, J=7H 
z), 3. 32 (t, 2H, J = 7Hz), 4. 23 

(q, 2H, J = 7Hz) , 6. 79 (dd, 1 H, J 
= 2, 9Hz) , 6. 88 (d, 1H, J = 2Hz) , 
7. 39 (d, 1H, J = 9Hz) , 7. 40-7. 5 
0 (m, 3H) , 7. 9-8. 0 0 (m, 2 H) . 

[0081] (5) 2- [[3- [2- (5-X^/U- 
2-y^=.jU-4-7t^^UM -1, 2- 

lfcs$8 2% 

l H-NMR (CDC 1 3 , 4 OOMHz) 6:0. 8 8 

(t, 3H, J = 7Hz), 1. 2-1. 4 (m, 2 
H) , 1. 4 5-1. 6 (m, 2H) , 1. 64 (s, 
6H), 2. 56 (t, 2H, J = 7Hz), 3. 01 
(t, 2H, J = 7Hz) , 3. 22 (t, 2 H, J = 
7Hz) , 6. 79 (dd, 1H, J = 2, 9Hz) , 
7. 00 (d, 1H, J=2Hz), 7. 24 (d, 1 
H, J = 9Hz), 7. 40-7. 50 (m, 3H), 
7. 9-8. 0 5 (m, 2 H) . 
[0 0 8 2] -gMM 6 

2- [ [3- [2- (2, 5 -^^/U- 4 -iT^r^r 
ai^/V] - 1 , 2 -^yX^f V^rf-y— yu- 6 
— fAj j^vj -2->^^P^V^ 



(1) 6-7th7^K-3- [2- (2, 5-^7x 

-i, 2-^vx^ 

4X^5 2 i % 

*H — NMR (CDC 1 3 , 40 0MHz) 6:2. 21 
(s, 3H) , 3. 3 5-3. 5 0 (m, 4 H) , 7. 

15 (dd, 1H, J =2, 9Hz), 7. 3-7. 4 
(m, 2H) , 7. 4-7. 5 5 (m, 5H) , 7. 5 

5 (d, 1 H, J = 9Hz) , 7. 60 (dd, 2 H, 

J = l, 9Hz) , 8. 04 (d, 1H, J = 1H 

z) , 8. 0 5-8. 15 (m, 2 H) . 
[0 0 8 3] (2) 6-TS/-3- [2- (2, 5- 

^7^^yu-4-^-9">/i;yU) m^vi/] - i, 2 — c 

>-X^y^^y-/u 

Ifcsp 8 4 % 

'H-NMR (CDC 1 3 , 4 0 OMHz) 6:3. 35 
-3. 4 5 (m, 4H) , 4. 0 1 (s, 2 H) , 6. 
58 (dd, 1H, J=2, 9Hz) , 6. 70 (d, 
1H, J = 2Hz) , 7. 3-7. 6 (m, 7 H) , 
7. 6-7. 65 (m, 2H), 8. 1-8. 15 
(m, 2H) . 

[0 0 8 4] (3) 6-/M- Ko*S/- 3- [2- 
(2, 5 -v^7x- /U-4 -^^ri^yy/U) a^AO - 

1, 2— <VX^y^r-^^— 

HXS£3 4% 

X H — NMR (CDC 1 3 , 4 0 OMHz) 6:3. 35 
- 3 . 4 5 (m, 4 H) , 6 . 3 ( b r s , 1H) , 

6. 76 (dd, 1H, J=2, 9Hz) , 6. 91 
(d, 1H, J=2Hz), 7. 3-7. 6 (m, 7 

H) , 7. 62 (dd, 2H, J=2, 9Hz) , 8. 
1-8. 15 (m, 2 H) . 

[0 0 8 5]. (4) 2- [3- [2- (2, 5-it?~ 
z=.;V- 4-*4c-y-*SV yU) rc^-/v] -i, 2 -^>-X-< 
y^r-^y— /U-6 — f;U**ci/] 

5 5 % 

'H-NMR (CDC 1 3 , 4 0 0MHz) 6:1. 22 
(t, 3H, J=7Hz), 1. 64 (s, 6 H) , 
3. 3 5-3. 5 0 (m, 4 H) , 4. 23 (q, 2 
H, J = 7Hz) , 6. 82 (dd, 1 H, J = 2, 9 
Hz), 6. 87 (d, 1H, J=2Hz), 7. 3- 

7. 5 5 (m, 7H) , 7. 5 5-7. 6 (m, 2 
H) , 8. 0 5-8. 15 (m, 2 H) . 

[0 0 8 6] (5) 2- [ [3- [2- (2, 5-v?7 

j-/P-4-tdrf/!J/U) -1, 2 C^X 

<< V*W— yw-6 — fyu] -2-^f/^D 

Jtfiitt 
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*H — NMR (CDC 1 3 , 4 0 0MHz) 6:1. 67 
(s, 6H) , 3. 3 5-3. 4 5 (m, 4 H) , 6. 
85 (dd, 1H, J = 2, 9Hz) , 7. 00 (d, 
1H, J = 2Hz) , 7. 37-55 (m, 7H), 
7. 55-7. 6 (m, 2H), 8. 05-8. 15 
(m, 2H) . 
[0 0 8 7] *lfi«7 

2- [ [3- [2- 2-7 4 ~ 

fr/y/W Ji^] -1, 2-^yX^yJrt/-;l/ 
-6 — (>V\ ttis] -2-^^u^Ptf^^ 

(1) 6 -r-t hT ^ K-3- [2 - (5->^/U-2 
-^ol^A— 4-^T>'y/l') ^^^] -1, 2 'V 

I|X^2 1% 

l H-NMR (CDC 1 3 , 4 0 OMH z) 6:2. 2 1 
(s, 3H), 2. 22 (s, 3H), 3. 21 (t, 

2H, J=8Hz) , 3. 41 (t, 2H, J = 8H 

z) , 7. 07 (dd, 1H, J = 2, 9Hz) , 7. 

34 (d, 1 H, J=9Hz), 7. 3 5-7. 50 
(m, 4H) , 7. 8 5-7. 9 (m, 2 H) , 8. 0 

6 ( (d, 1H, J = lHz) 

[0 0 8 8] (2) 6-T^y-3- [2- (5-^^ 
/U-2-:7a:^/U-4-^T/yA') -1, 2 

-^yX^ y 3riJ-;/— 
ifc^ 8 9 % 

X H — NMR (CDC 1 3 , 4 0 0MHz) 6:2. 24 
(s, 3H) , 3. 2 2 (t, 2H, J=7Hz) , 
3. 37 (t, 2H, J=7Hz), 6. 54 (dd, 
1H, J = 2, 9Hz) , 6. 69 (1H, d, J=2 
Hz) , 7. 22 (d, 1H, J = 9Hz) , 7. 4- 
7. 5 5 (m, 3H) , 7. 9-8. 0 (m, 2 H) . 
[0 0 8 9] (3) 6-WFb^>-3- [2- (5 
- ^ f ;v- 2-7 x^yi/- 4 -^7 / U /W) - 
1, 2-^<^X>f y*-fr;A- fv 
lft^4 4% 

l H-NMR (CDC 1 3 , 4 0 0MHz) 6:2. 24 
(s f 3H), 3. 25 (t, 2H, J=7Hz), 
3. 36 (t, 2H, J=7Hz), 6. 74 (d, 1 
H, J=9Hz), 6. 91 (s, 1H) , 7. 29 
(d, 1H, J = 9Hz) , 7. 35-7. 45 (m, 
3H) , 7. 8-7. 9 (m, 2H) . 
[0090] (4) 2- [[3- [2- (5-y^/U- 
2-7x^-4-f7^y/V) a^A*] -1, 2 
yX>fy4rt/-;U-6 — f/l/] -2 

IR^ 7 1 % 

X H — NMR (CDC 1 3 , 4 0 0MHz) 6:1. 23 
( t , 3 H, J = 7 H z ) , 1. 64 (s, 6H) , 



2. 24 (s, 3H) , 3. 21 (t, 2 H, J = 7H 
z) , 3. 39 (t, 2H t J = 7Hz) , 4. 24 
(q, 2H, J = 7Hz), 6. 79 (d, 1H, J = 

2, 9Hz) , 6. 88 (d, 1H, J=2Hz) , 

7. 30 (d, 1H, J = 9Hz), 7. 35-7. 4 
5 (m, 3H) , 7. 8 5-7. 9 0 (m. 2 H) . 
[0 0 9 1 ] (5) 2- [ [3- [2- (5-^^/1— 

Z-y^—tv- 4 - f7/y;W ^^VU] -1, 2 

>X-< y^r-^y— /u- Tj-^rv^] -2-^^yu 

i&sp 6 4 % 

l H-NMR (CDC 1 3 , 4 0 0MHz) 6:1. 66 
(s, 6H) , 2. 27 (s, 3H), 3. 21 (t, 
2H, J=7Hz) , 3. 36 (t, 2H, J=7H 
z) , 6. 81 (d, 1H, J = 2, 9Hz) , 7. 0 
1 (d, 1H, J = 2Hz) , 7. 28 (d, 1H, J 
= 9Hz), 7. 35-7. 45 (m, 3H), 7. 8 
5-7. 9 0 (m, 2H) . 
[0 09 2] mi&W 8 

[ [3- [2- (5-^^^- 2 - 7x^U-4-t^ 

e-jsu] mm 

(1) [ [3- [2- (5->^/W-2-7^^/W-4 

-a-^yy/u) ^vu] -1, 2 — *>-x-«f y y 

HIM 1 O^^r^ 6 - W Kd =^'>- 3 - [2- 
( 5 - ^ 2 - 7 1-^- 4 - t^rf / U ;V) 

A-] -1, 2 i^X^y^y— A> (200mg, 

0. 6 Ommo 1 ) % -^v^Wtmxu^/U (1 3 4 m g , 
0 . 8 0 mm o 1 ) , y ? A (lllmg, 0. 

8 Ommo 1) «: > ^vua^vu** h (lOmL) \ZM 
S«ia««r8 onc^±lf 1 5WIB«P»aBtt 

•>y ^y/u^o-^ (^^v/gt^^/i. 

T»fc. (W9 9%) 

l H-NMR (CDC 1 3 , 4 0 0MHz) 6:1. 26 
(t, 3H, J=7Hz) , 2. 15 (s, 3H) , 

3. 02 (t, 2H, J = 7Hz), 3. 32 (t, 2 
H, J=7Hz) , 4. 29 (q, 2H, J = 7H 

z) , 4. 6 7 (s, 2H) , 6. 9-7. 0 (m, 2 
H), 7. 35-7. 5 (m, 4H) , 7. 95-8. 
0 0 (m, 2H) . 

[0 09 3] (2) [ [3- [2- (5-^^/U-2- 
7xn;U-4-t^rf yy/V) ^^vU] -1, 2 -^<V 
X^< y ^r-tJ-y— /W- 6 — r A-] J***^] g*g£ 

IR^ 6 4 % 

l H-NMR (DMSO-d 6 , 4 0 0MHz) 6 : 2. 
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18 {s, 3H) , 2. 96 (t, 2H, J = 7H 
z) , 3. 2 5 (t, 2H, J = 7Hz), 4. 73 
(s, 2H) , 6. 94 (dd, 1H, J=2, 9H 
z) , 7. 16 (d. 1H, J = 2Hz) , 7. 45- 
7. 5 (m, 3H) , 7. 09 (d, 1H, J=9H 
z) , 7. 8 5-7. 9 (2H, m) . 

[0094] mmm 9 

2- [ [3~ [2- [2~ (2-^ OP^a:^/U) -5 

— ^x^y^-fr-y~/u-6-^/u] -2 

mp. 1 00-1 0 5t 

l H-NMR (CDC 1 3 , 4 0 0MHz) 6 ; 1. 13 
(6H, d, J = 7Hz) 1. 63 (6H, s) 

2. 9-3. 0 (1H, m) 

3. 04 (2H, t, J=7Hz) 3. 27 (2H, 

t, J=7Hz) 6. 80 (1H, dd, J=2, 9H 
z) 

6. 9 9 (1H, d, J = 2Hz) 

7. 2 4 (1 H, d, J = 9 H z ) 
7. 3-7. 4 (2H» m) 

7. 35-7. 50 (1H ( m) 
7. 80-7. 95 (1 H, m) 

IR (KBr) cm" 3000, 2950, 2900, 
1 7 20. 1 7 0 0, 1 6 2 0, 1 6 1 0, 1 5 6 0, 
1 5 20, 1 5 0 0, 1 4 7 5, 1 4 6 0, 1 4 4 0, 
1 4 00, 1 3 8 0, 1 28 0, 1 1 8 0, 1 1 4 0, 
1 1 2 0, 1 04 0, 1 0 2 0, 9 8 0, 84 0, 7 8 
0, 7 4 0. 

[0 0 9 5] (JSJfifl|9-2) 

2- C [3- [2- [2- (4-^PP7x^;V) -5 
-:/gt^— 4 /U] jifyi/j -i, 2 — ^< 

zTu g 

mp 156 — 15 8^ 

X H NMR (CDC 1 3 , 4 0 0MHz) 6 ; 

0. 88 (3H, t, J=7Hz) 1. 52-1. 61 
(2H, m) 

1. 6 9 (6H, s) 

2. 53 (2H, t, J = 7Hz) 3. 00 (2H, 
t, J = 7Hz) 3. 20 (2H, t, J = 7Hz) 
6. 79 (1H, dd, J = 2, 8Hz) 6. 99 (1 
H, d, J = 2Hz) 7. 23 (1H, d, J=8H 
z) 7. 42 (2H, d, J=8Hz) 7. 92 (2 
H, d, J=8Hz) 

I R (KBr) cm"* 1 : 2 8 7 3, 1620, 151 



8, 1 4 9 7, 1 4 7 9, 1 3 9 2, 1 3 8 5, 1 2 8 
2, 1 1 8 8, 1 1 4 4, 1 0 9 5, 9 8 4, 8 4 3, 
83 5, 816, 742 
[00 9 6] (JM6«9-3) 

2- [ [3- [2- [2- (2-^PD7x^;i/) -5 
-^3r»>/U-4 l^£jMjhy y/U] zn^yu] -1, 2 — ^< 

'H-NMR (CDC 1 3 ) 6 ; 0. 8 6 (3H, t, J 
= 7Hz) , 1. 2—1. 3 (6H, m, ) , 1. 45 
— 1. 55 (2H, m), 1. 66 (6H, s), 2. 
55 (2H, t, J = 7Hz) , 3. 20 (2H, t, 
J=8Hz) , 3. 25 (2H, t, J=8Hz) , 
6. 80 (1H, dd, J = 3 and 10Hz), 

6. 98 (1H, d, J = 3Hz) , 7. 2-7. 4 
(3H, m) , 7. 50 ( 1 H, d, J=3Hz) , 

7. 90 (1H, dd, J=3 and9Hz) . 
[0 0 9 7] (H*S0ij9-4) 

2- C [3- [2- [5-^^i^-2- 
7^=-;V) -4 -^•fry'y/U] jl^vW] - 1 , 2 

'H-NMR (CDC1 3 ) 6 ; 1. 6 6 (6H, s) 
3. 07 (2H, t, J = 7Hz) 3. 26 (2H, 
t, J = 7Hz) 3. 93 (2H, s) 6. 80 (1 
H, dd, J = 3 and 9Hz) 6. 97 ( 1 H, 
d, J = 3Hz) 7. 15-7. 40 (8H, m) 7. 
47 (1H, d, J = 9Hz) 7. 86 (1H, dd, 
J = 2 and 8Hz) 
[0 0 9 8] (HJfi0»j9-5) 

2- [ [3- [2- [2- (2-^^yU^^^/W) -5 
"^P^-4-t^rt/y/l/] Ji^VU] -1, 2 S 

Xp fc'^vgfc 

X H — NMR (CDC 1 3 ) 6 ; 

0. 87 (3H, t, J = 7Hz) 1. 55 (2H, t 
q, J = 7Hz, 7Hz) 1. 66 (6H, s) 

2. 52 (2H, t. J = 7Hz) 2. 61 (3H, 
s) 

3. 02 (2H, t, J=7Hz) 3. 28 (2H, 
t. J = 7Hz) 6. 82 (1H, dd, J=2Hz, 
8Hz) 7. 01 (1H, d, J=2Hz) 7. 2- 
7. 4 (4H, m) 

7. 8 9 (1H, d, J = 7 H z ) . 
[0 0 9 9] (^6#H9-6) 

2- [ [3- [2- [2- (2, 3->^PD7x^ 
/^) -5 -ji^/U-4 -^^ri^-y U/U] jcTvU] - 1 , 
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l H-NMR (CDC 1 3 ) 6:1- 10 (3H, t, J 
= 8Hz) , 1. 67 (6H, s) , 2. 57 (2H, 
t, J=8Hz) , 3. 03 (2H, t, J = 8H 
z) , 3. 27 (2H, t, J = 8Hz) , 6. 82 
(1H, dd, J = 2 and 9Hz) , 6. 99 
(1H, d, J = 2Hz), 7. 25 — 7. 30 (2 

H, m) , 7. 55 (1H, dd, J=2 and 8 
Hz), 7. 79 (1H, dd,.J=2 and 8H 
z) 

[0 100] (Hffi#j9-7) 

2- [ [3- [2- [2- (2-^PP7x^/U) -5 

-a^-fr:/ V/Ul ^)V\ - 1 , 2 ^ 

X^f y^r-^-y— /V- 6 — T/W] a^vO - 2 

l H-NMR (CDC 1 3 , 4 00MHz) 6 ; 

I. 11 (3H, t, J=7Hz) 1. 66 (6H, 
s) 

2. 57 (2H, q, J = 7Hz) 3. 02 (2H, 

t, J = 7Hz) 3. 25 (2H, t, J = 7Hz) 

6. 80 (1H, dd, J = 2, 8Hz) 6. 98 (1 
H, d, J = 2Hz) 7. 23 ( 1 H, d, J=8H 
z) 7. 32-7. 50 (3H, m) 

7. 8 9 (1 H, m) 

I R (K B r ) c m" 1 : 2 9 8 1, 2939, 251 

9, 1 6 9 7, 1 6 2 2, 1 5 7 2, 1 5 4 3, 1 5 1 

8. 1497, 1462, 1441, 1 419, 139 
2, 1385, 1350, 1284, 12 8 2, 120 

5. 1178, 1 144, 1088, 1055, 98 
4, 9 4 3, 8 5 8, 8 3 9, 8 1 2, 7 5 4, 7 5 
0, 73 5, 688, 604, 586 

[0101] mmm9-8) 

2- [[3- [2 - [2- (2--^ Fp7x^I/) -5 
-^p^-4-^^i^y V/Vl ^?VKl -1, 2--< 

mp 114 — 116*0 

1 H — NMR (CDC I 3 ) 6 ; 

0. 82 (3H, t, J=7Hz) 1. 46 (2H, t 
q, J=7Hz, 7Hz) 1. 67 (6H, s) 
2. 45 (2H, t, J=7Hz) 3. 01 (2H, 
t, J = 7Hz) 3. 27 (2H, t. J = 7Hz) 

6. 86 (1H, dd, J = 2Hz, 9Hz) 6. 99 
(1H, d, J = 2Hz) 7. 33 ( 1 H, d, J = 

9Hz) 7. 5-7. 7 (2H, m) 

7. 81 (1H, dd, J = lHz, 8Hz) 7. 97 



(1H, dd, J = lHz, 8Hz) . 
IR(KBr) cm" 1 ;2970, 2931, 287 

3, 1 7 0 1, 1 6 2 4, 1 5 6 0, 1 5 3 3, 1 4 9 
8, 1 4 7 0, 1 4 4 6, 1 4 3 9, 1 4 1 9, 1 3 9 

4, 1 3 5 2. 1 2 8 2, 1 2 0 3, 1 1 7 4, 1 1 4 
2. 1 0 9 0, 9 84, 8 4 1, 8 1 2, 7 8 5, 7 5 
2, 7 2 9, 6 0 4, 5 8 4. 

[0 10 2] (H&01J9-9) 

2- [ [3- [2- [2- (2-^PQ7x^) -5 
-v^ut'p fcVU-4 -Jr^Vy fr] Ji^vKl -1, 
2-^yX>fy^t/-;u-6-^/u] -2- 

1 H — NMR (CDC I 3 ) 6 ; 

1. 7 — 1. 9 (4H, m) 

1. 6 7 (6H, s) 

1. 7 — 1. 8 (1H, m) 

3.10 (2H, t, J = 7Hz) 

3.2 9 (2H, t, J = 7Hz) 

6. 81 (1H, dd, J=2 and 9Hz) 

7. 0 0 ( i H, d, J = 2Hz) 
7. 25—7. 9 (5H, m) . 

[0 10 3] (H^J9-10) 

2- [ [3- [2- (2-^P^^-5-^Pb* 

/v-a-tS-^-WV/v) -1, 2-^x>fy 

r H — NMR (CDC 1 3 ) 5 ; 

0. 8 3 (3H, t, J — 7 H z ) 

1. 2 — 2. 1 (1 OH, m) 

1. 45—1. 55 (2H, m) 
1 . 7 1 (6H, s) 

2.44 (2H, t, J =7Hz) 

2. 8 — 2. 9 (3 H, m) 

3. 0 — 3. 1 (2H, m) 

6. 72 (1H, dd, J = 2 and 9Hz) 
6. 9 5 (1H, d, J = 2 H z ) 
6. 9 9 (1H, d, J = 9 H z ) . 
[0 10 4] OH£S0ij9-l 1) 

2- [ [3- [2- [2- (2-^PP7xn;U) -5 

-4 y^/u-4-^-^-^yy/w] -1, 2- 

mp 118-12 Ot 

*H — NMR (CDC 1 3 , 4 0 0MHz) 6 ; 

0. 87 (6H, d, J=6Hz) 1. 66 (6H, 

s) 

1 . 9 0 ( 1 H, m) 
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2. 44 (2H, d, J=7Hz) 3. 03 (2H, 

t, J=7Hz) 3. 28 (2H, t, J = 7Hz) 

6. 82 (1H, dd, J=2, 8Hz) 6. 99 (1 

H, d, J = 2Hz) 

7. 31-7. 39 (3H, m) 
7. 48-7. 50 (1H, m) 

7. 89-7. 92 (1 H, m) 

I R (KB r ) c m" 1 : 3 4 3 3, 2960, 293 

I, 2 8 7 0, 2 5 3 0, 1 7 0 7, 1 6 2 0, 1 5 5 
2, 1 5 1 8, 1 4 9 7, 1 4 7 3, 1 4 1 7, 1 3 8 
5, 1 3 8 1, 1 2 7 7, 1 1 8 0, 1 1 3 8, 1 0 8 

8, 1 0 5 3, 9 7 8, 8 4 3, 8 2 0, 7 6 8, 7 4 

2, 606, 584, 471 

[0105] (mmm9 - 1 2) 

2- [ [3- [2- [2- (2-^no7x^) -5 
- t e r t -^/U~4 -^-^ri^^y/U] - 

i, 2 — ^x^{ y^y— /U-6 — f/iQ a-^rvQ - 

mp 127-12 9X: 

l H-NMR (CDC 1 3 , 4 0 0MHz) 8 ; 
1. 2 6 (9H, s) 

1. 6 5 (6H, s) 

3. 17 (2H, t, J=7Hz) 3. 31 ( 2 H, 

t, J = 7Hz) 6. 81 (1H, dd, J = 2, 8H 
z) 7. 00 (1H, d, J=2Hz) 7. 28 (1 
H, d, J = 8Hz) 7. 34-7. 37 (2H, m) 
7. 50 (1H, m) 
7. 9 3 (1 H, m) 

I R (KB r) cm' 1 : 3 8 5 5, 3737, 343 
3, 2 9 7 8, 2 9 7 4, 2 8 7 2, 2 3 4 7, 1 7 0 
7, 1 7 0 3, 1 6 2 0, 1 5 7 2, 1 54 9, 1 5 2 

2, 1 4 9 8, 1 4 2 1, 1 3 8 3, 1 3 6 7, 1 3 4 
6, 1 2 84, 1 1 84, 1 1 4 6, 1 0 5 5, 9 8 
2, 8 3 7, 8 1 6, 7 6 8, 7 4 4, 7 3 9, 6 0 9 

[0 10 6] (H16W9-13) 

2- [ [3- [2- [2- (2-y/U^~tiy^-/]y) - 
5-^y7 , Ph , ;u-4-^f'/y^] -1, 
y^-fr-y— /U-6->f/U] -2- 

'H-NMR (CDC 1 3 ) 6 ; 1. 15 (6H, d, J 
= 7Hz) 1. 67 (6H, s) 2. 95 — 3. 00 
(1H, m) 3. 04 (2H, t, J = 7Hz) 3. 2 

4 (2H, t, J=7Hz) 6. 80 ( 1 H, d d, J 
= 2 and 8Hz) 7. 00 (1H, d, J = 2H 
z) 7015-7. 25 (3H, m) 7. 40 — 7. 4 

5 (1H, m) 7. 9 5-8. 0 0 ( 1 H, m) . 
[0 10 7] (Hffi£ij9-1 4) 

2-[[3-[2-[2-(4-ter t-zf^/ls?*. 



/vj -l, 2-^<vX^y^r-9-y— /w-6 — f/u] 
->] -2-p<fvK/pt:'a-:x& 

X H — NMR (CDC 1 3 ) 6 ; 

1.16 (6H, d. J = 7Hz) 
1 . 3 6 (9H, s) 

1. 7 0 (6H, s) 

2. 9 5-3. 0 5 (3H, m) 

3.17 (2H, t, J = 8Hz) 

6. 76 (1H, dd, J=2 and 8Hz) 7. 
0 0 (1 H, d, J = 2Hz) 

7. 15 (1 H, d, J = 8 H z ) 
7.4 7 (2H, d, J=8Hz) 
7.9 3 (2H, d, J=8Hz) . 
[0108] (mmm 9-15) 

2- [ [3- [2- [5-^y/neyU-2~ (2—f 
-4-**c-V-y'!)/l>] 3i -1, 2-^V 
X^y^rj^y— /W-6-^/U] ^-^r->] -2-p<^/^ 

A H — NMR (CDC 1 3 ) 8 ; 1. 2 0 (6H, d, J 
= 7Hz) 3. 00 (1H, qq, J = 7Hz, 7H 
z) 3. 07 (2H, t, J = 7Hz) 3. 30 (2 
H, t, J=7Hz) , 6. 80 (1H, d d, J = 
2Hz, 9Hz) 7. 02 ( 1 H, d, J=2Hz) 
7. 30 (1H, d, J = 9Hz) 7. 5-7. 6 (2 

H, m) 

7. 8-8. 0 (3H, m), 8. 08 (1H, dd, 
J = 2Hz, 9Hz) 8.4 9 ( 1 H, s) . 

IR (KB r ) cm~ 1 ;2 9 7 2, 2 9 2 9, 2 8 7 

2, 1 7 0 7, 1 7 0 1, 1 6 2 0, 1 5 6 0, 1 5 1 
6, 1 4 9 8, 1 4 6 6, 1 4 1 7, 1 3 9 2, 1 3 8 

3, 1 3 6 5, 1 2 8 4, 1 1 8 4, 1 1 4 4, 1 0 8 

8, 1 0 5 3, 9 8 2, 8 9 3, 8 5 8, 8 3 5, 8 1 
6, 754, 60 7, 471. 

[0 10 9] (H^J9- 1 6) 

2- [ [3- [2- [5 — fy^fu^A — 2- (2-* 
V -5-1/7 =-;\s) ~4-t^rfyy>l/] Ji^vU] -1, 
2-^yX>fy^t/- /U-6 — f/U] 3j-3r->] -2- 

mp 1 2 3- 1 2 5^ 

1 H — NMR (CDC 1 3 ) 8 ; 

I. 17 (6H, d, J = 7Hz) 1. 67 (6H, 
s) 

2. 9-3. 1 (3H, m) 

3. 1-3. 2 (2H, m) 
3.9 3 (3H, s) 

6. 73 (1H, dd, J = 2Hz, 9Hz) 6. 96 
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(IH, d, J = 2Hz) 7. 0-7. 1 (2H, m) 
7. 13 (IH, d, J=9Hz) 7. 43 ( 1 H, 
m) , 7. 83 (IH, dd, J = 2Hz, 8Hz). 
I R (KB r) cm' 1 ; 2 9 9 9, 2927, 170 
9, 1 6 22, 1620, 1554, 1518, 149 
7, 1 4 6 8, 1 4 1 9, 1 3 8 9, 1 3 6 3, 1 2 8 
1, 1 2 5 9, 1 1 8 6, 1 1 3 8, 1 0 9 6, 1 05 

3, 1 0 2 6, 9 7 8, 8 3 3, 8 0 2, 7 5 2, 7 4 

4, 71 5, 60 4, 584. 
[0 110] (3MSM9-1 7) 

2- [ [3- [2- [2- (2, 4-^on7x^ 
/W) -5-^V7 P ntf/U-4-:^-^r-^ > yy/^] ^^/l"] 
-1, 2 -^<>-X>r y aHt-sA- A— 6 W/Kl 

- 2 Tvl-r/p fcTd-^H 

rap 102-10 4t 

l H — NMR (CDC 1 3 , 4 00MHz) 6 ; 

1. 13 (6H, d, J = 7Hz) 1. 66 (6H, 
s) 

2. 9 5 (1 H, m) 

3. 04 (2H, t, J = 7Hz) 3. 27 (2H, 

t, J = 7Hz) 6. 82 (IH, dd, J = 2, 8H 
z) 6. 99 (IH, d, J=2Hz) 7. 28 (1 

H, d, J = 8Hz) 7. 32 (IH, dd, J = 2, 
8Hz) 7. 51 (IH, d, J = 2Hz) 7. 87 

(IH, d, J = 8Hz) 

I R (KB r ) c m" 1 : 3 5 3 5, 2 9 3 9, 1 7 0 

5, 1 6 1 8, 1 5 6 2, 1 4 9 8, 1 4 6 6, 1 4 6 
0, 1 38 5, 1 3 8 1, 1 2 8 6, 1 1 8 4, 1 1 4 
7, 1 1 0 7, 1 0 5 3, 9 76, 8 4 1, 8 1 6, 4 
1 7 

[0 111] (*»«9— 1 8) 

2- [ [3- [2- [2- (2, 6-^dd7x^ 

/u) -5-^y^p^-4~^i^yy/v] ^gVU] 

-1, 2-^VX^T y^rl^y— — QV\ j^vj 

- 2 - ^ f/UT'p b'^-^ 

mp 1 6 1 - 1 6 3t 

X H — NMR (CDC 1 3 , 4 0 0MHz) 6 ; 

I. 08 (6H, d, J=7Hz) 1. 63 (6H, 
s) 

2. 9 2 (1 H, m) 

3. 07 (2H, t, J = 7Hz) 3. 31 (2H, 

t, J = 7Hz) 6. 81 (IH, dd, J = 2, 8H 
z) 6. 99 (IH, d, J=2Hz) 7. 31-7. 
4 1 (4H, m) 

IR(KBr) cm -1 : 3 4 6 7, 2976, 287 
3, 2 5 2 1, 1 7 2 2, 1 6 2 4, 1 6 0 5, 1 5 6 
0, 151 8, 1498, 1468, 1433, 138 
5, 1 3 8 3, 1 3 6 7, 1 3 4 0, 1 3 2 1, 1 2 7 



1, 1 2 0 0, 1 1 7 6, 1 1 3 0, 1 0 9 5, 1 0 4 
1, 9 7 4, 9 3 3, 8 8 3, 8 3 9. 7 9 3. 7 7 
1, 75 0. 60 0, 56 9, 482 

[0112] (mmm 9-19) 

2- [ [3- [2- [-5-^y^P^-2- (2- 

^5vu] -1, 2 — <yX/fy^t/-^~6 — < 

! H-NMR (CDC 1 3 ) 6 ; 1 . 11 (6H. d, J 
= 7Hz) , 1. 65 (6H, s) , 2. 9 — 3. 0 
(IH, m), 3. 04 (2H, t, J=7Hz) , 
3. 28 (2H, t, J=7Hz), 6. 18 (IH, 
dd, J = 2 and 8Hz), 7. 00 (IH, 
d, J = 2Hz), 7. 26 (IH, d, J=8H 
z) , 7. 5—7. 7 (2H, m) , 7. 80 ( 1 H, 
d, J = 8Hz) , 8. 02 (IH, d, J=8H 
z) . 

[0 113] (H2£0y9-2O) 

2- [ [3- [2- [2- (2-fc KD^r'>7x^) 
-5 — < y^n bVw- 4 -Or**)-/ 1) /U] Ji^/w] - 

i, y^-tJ-y— /u-6-^r/u] ^^r->] - 

l H-NMR (CDC 1 3 ) 6 ; 

1. 16 (6H, d, J = 7Hz) 1. 66 (6H, 
s) 

2. 97 (IH, qq, J=7Hz, 7Hz) 3. 06 
(2H, t, J=7Hz) 3. 31 (2H, t, J = 

7Hz) 6. 8-7. 1 (4H, m) 
7. 3 2 (IH, m) 

7. 40 (IH, d, J=9Hz) 7. 76 (IH, d 
d, J = lHz, 8Hz). 

[0114] (mmm 9-21) 

2- [ [3- [2- [2 -^zn^./U- 5 ~7U 

*H NMR (CDC 1 3 , 4 0 0MHz) 6 ; 



0. 


8 2 


(3H, t, J = 7Hz) 


1 . 


4 0 


- 1. 5 5 (2H, m) 


1 . 


5 7 


(6H, s) 


2. 


4 1 


(2H, t, J = 7Hz) 


2. 


8 7 


(2H, t, J = 7Hz) 


3. 


1 0 


(2H, t, J = 7Hz) 


6. 


7 6 


(IH, d d, J = l, 9Hz) 


6. 


9 2 


(IH, s) 


6. 


9 6 


( 1 H, d, J = 1 Hz) 


7. 


4- 


7. 5 (4H, m) 


7. 


8 5 


(IH , b r s, ) 


7. 


9 5 


-8. 0 5 (2H, m) 
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[0 115] (^Jg^j9-2 2) 

2- [ [3- [2- [5->fyyp^-2- (4-^ 
f/U7x^;v) -4 s/U/t*] ^7vU] - 1 , 2 



! H-NMR (CDC 1 3 , 4 0 OMH z ) 6:0. 9 4 
(t, 3H, J = 7Hz), 1. 16 (d, 6H, J = 
7Hz), 1. 35-1. 45 (m, 2 H) , 1. 60 
-1. 7 0 (m, 2H) , 1. 6 8 (s, 6H) , 2. 
66 (t, 2H) , 2. 95-3. 05 (m, 3 H) , 
3. 21 (t, 2H, J=7Hz) , 6. 77 (dd, 
1H, J=2, 8Hz) , 7. 00 (d, 1H, J = 2 
Hz) , 7. 20 (d, 1H, J=8Hz) , 7. 25 
(d, 2H, J = 8Hz) , 7. 90 (d, 2 H, J = 
8Hz) . 

[oii6] mmm 1 o ussnifc 

(1) PPAR<5^MitfUB<0®J£: 
f*®^^ CHJfefcl 1 — 7 R.Tima<D PPAR67^ 
*hOL-165041 (Berger, J . to, (l 
999) J. Biol. Chem. , 274:6718 
-6 7 2 5) ) ^PPAR5SiimWTOJ:5i: 

1) *m 

r7y** k y ^musffaub (cv-i^asa) 

^Lfc Q +^T<B**«Mfc'&»tf:, i;>^;^;u^^^K 
(DM SO) «g»U fitlDMSOlftO. 1 %"Cf* 

2) >^7^ ^ K 

K (GAL4 — h PPAR6 LB 
D) , Slsi/yxi^—lfftmy?** K (UASx4-T 
K-LUC) , $-i3=7? hisy-Hft^V*^ K 
(UGAL) li(Kl iewer, S. A. It, (19 
92) Nature, 3 5 8 : 7 7 1-7 7 4) Rffi 

[0117] 3) f>7^7x^v/ 3 y 

cv- l^ffljia^: i &x./umit9 2 x i o 5 m<omj&mm 

JE*->lfiL?t (FCS) 8SA0OPT I -MEM I Red 
uced Serum Medium (Life Te 
chnologies) 5 0 0 /1 1 /w e 1 1 L 
fco ^co^, MtS^^OPT I -MEMT»$r^ 
V\ DNA«W»fK [1 (2 5 0#i l»«n*«) 

&sT<DJ&ft$:ttTZb<D ; 0. 03 M gOG 
AL4-hPPAR6 LBD, 0. 25<igOUAS 
x 4— TK— LUC, 0. 3 5 m g<£>/3GAL, 2/zl 
CO!) ^7x^-> 3 y^DMR I E-C (Life T 
echnoiogies) , Zthb&OPT I —MEM 



3 7 < CT'5^Jg#Lfc 0 

4) K»{k^»aani^j:s*Bj!a*aai 

$>*V>tel 0" 5 M(C/^6 J: pic 1 0 0%DMSOIC^)S 
LfcfctO) !rttf4%FCS-OPTI-MEM 50 
0 M 1 Ktffcfc£|feLTSbfc:4 0«MW f 3 7tt^t 

5) u^-^-ae^sia^/uoais 

PBST^ESfcofctg, «»SU?«rl@fT 

( 2 5 mM Tr i s-P0 4 (pH7. 8) , 
15%v/v Glyserol, 2%CHAPS, 1 
%Lecithin, 1%BSA, 4 mM EGTA 
(pH 8. 0), 8 mM MgCl 2 , 1 mM DT 
T) 100/il»LT f Sfl-eiO^IBMLfc 
^H<O20m1$:96 V^/l'mfem7'l'— h\£ftWL 
LT, ;^7x7-flS^10 0/il (fcTy*i*- 
> ; -ytfl/is—lsftM) £8s*DL, MLR-100S 
^^n/K;!)^ (aatSItUl) Sr/Bl^T, 1 
»K<Ol63tfi (/k>7x7- £*£*£) &&£>fZ. /UV7 
3i 7 — tfitfc^CDSsap <b |^Nf{CJ&D;Lt;*51 GALCO 

x^^ 3 y^-etjELfe e h^^—- IfJBtt 

OWJfe^ifcM:, 5 0/i 1 O pr«fcW»*r»Jfc 9 6^x/U 
:7V— MC#^U ONPG (2--hn7x=:;U-3 
-D-#v^ ht*7/^K) Jgffil 0 0 /x 1 SrSfc&DL 

T, affl"C5»B>fy*x^-hLfc 0 S*f»jh« (l 

M«Bt^hy^A»») 5 On 1 £*n;L, 4 14nmCO 
»**«rJB!I^Lfc. MibtlV^DMSO (0. 1 

£r0%tc, 1 0" 4 M(C^o(t5 L- 1 
6 5 0 4 1 ^&m\^1ZMfa<D/l'Z/7=. : 7—1fm&fe& 1 
0 0%£LT, tt«-»*y^f^K»tt«rjmibfc. 

[0 118] I I. jftgfejfejg 
8*8M&££^2 3{C7 

[t23] 







3£ife#li 


2 7 




6 7 


HJS093 


A 2 




7 3 




5 5 


mmme 


4 4 




1 6 


L-165041 


1 7 
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[0119] n&m 1 1 mmwk 

%:&fr&%L7y*^ h't LtGAL 4 — hPPARa 
LBD, GAL4 — hPPARy L B D> GAL4- 
hPPAR6 LBDMU #tfl8ISl t P P A R 



1 0 

" S M Rosiglitazone, P P A R 5 10 
" 4 M{CibNt6L~ 1 6 5 0 4 l£ffil\ HJS#Il 0 ffitt 

LPPARSMSBSLfc. HRft^PPARflHt 

[f 24] 





PPARa 




PP/R5 




12a. 


22±L 


91±6 




91+10 


34+L 


99±12 


Ht^f)— 3 


95±9 


61±6 


97±2 




46±2 


18±L 


26±1 




22±6 


21±£> 5 


86±15 




72±2 


24±4 


103+10 




25+fi 1 


17±3 


87±3 


2MB0-9 


12 


13 


60 


M#&-11 


10 


15 


62 


^!0-14 


74 


86 


86 


HGE&-15 


82+16 


81+5 


105+16 




1 


19 


25 


H9BD-17 


63±4 


22±3 


111+4 




28 


21 


43 




: 28 


25 


61 




94 


78 


111 


L-165041 


2±1 


1±Q 03 


32+15 



PPARgtt: Mmm& 1 0 0 % t LfcB$£>S**Mfc^ 

1 0 _5 M^MI 

a : 1 0" 4 MOWY- 1 4 6 4 3 

y : 1 0~ 5 MCDR osiglitazone 

6 : 1 0" 4 MCOL- 1 6 5 0 4 1 

*2 4HWM»ftJ:5(^ *««9-l'-3Mfc0!l9- 



2 2E*Oft«ttL- 1 6 5 0 4 1 ttt^ ffWXtt 

fc, mm&i9-i, 5, 6, 7, 9, 11, 15, 1 
7, 2 0, 2 2^1L-1 6 5 0 4 U»UPPA 



(51) Int. CI. 7 

A 6 1 P 3/06 
3/10 
5/38 
9/00 
9/10 



10 1 



F I 

A 6 1 P 3/06 
3/10 
5/38 
9/00 
9/10 



10 1 
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19/10 19 /io 

25/28 25/28 

27/02 27/02 

29/00 29/00 

35/00 35/00 

43/00 1 1 1 43/00 i l i 

C 0 7 D 417/06 C 0 7 D 417/06 



(72) /Jn# £$5fc 

^^^m^mm 5-1-3 -202 
(72)^^^ <t# 

-170-122 

(72)^?g# ojjn mm 

flilE^rlif^ 3 -10-18-701 



(72) «W# §fc-g|S 

#5*±Jlr(T**4 - 6 -21 
F* — i*(#3f) 4C063 AA01 BB03 CC52 CC62 DD51 
EE01 

4C086 AA01 AA02 AA03 BC68 BC69 
BC82 GA09 GA10 MA01 MA04 
NA14 ZA16 ZA33 ZA36 ZA45 
ZA70 ZA97 ZB11 ZB26 ZC02 
ZC08 ZC33 ZC35 
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